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(57) Abstract: A novel NF- K B inhibitor represented by the fol- 
lowing formula. (1) 
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m m m 

^?isMiH^o-oT'$>5o lE'^ms^^-^ y ^ - ^ ^ (il-d 

J ADNA±<04#M*tSS2^J{c^^.bTS^ oite^^^^f-M-^i- 
Sipfc/jiS (Blackwell, T. S. and Christman, J.W. (1997) Am. 
J. Respir. Cell. Mol. Biol., 17, 3-9) , 

NF- (cB{c: J: oT^^I^i5^^(t-CVNSitfe^fi, IL-1. IL-6, I 
L-8, TNF-a af<D0^i^'t4f--l' Y^^y"^. ICAM-1, VCAM-1, ELAM- 

\fii}i(n'mu^m'7i=b. ^ ^nmmm.'i^ o ^ (iNos) /.cif© 

^feig2^^iSSJ5£:(C§i#-rS tjOtC^ < ^ii) P>ttTVN6 (Collins, T. , 
Read, H. A. , Neish, A. S. , Whitley, M. Z. , Thanos, D. and Mani 
atis. T. (1995) Faseb. J., 9, 899-909) , ^ ^ h 

ti4 y\%. S^^^^tC^-g-t-S (r>^^\C^ o-CNF-K B$rfi&tt<b 

•r■5v'^■:^/^'S^eSUTV^< Z. }i t'^^hf\^X^'0 . ^(D^Lht^^^ 
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'CV^§ (Baeuerle, P. A. and Baichwal, V.R. (1997) Adv. Immuno 
1. 65, 111-137) o 

HIV. HTLV-1, CMV, T r / -Y ^.f if It ± iHH *5 tt 
5NF-K BS:fl&tt^ki-5 r i: ?J5ia^il^$ tl-C*3 t) (Dezube, B. J. , 
Pardee, A.B. , Beckett, L. A. , Ahlers, CM., Ecto, L. , AIlen-R 
yan, J., Anisowicz, Z. A. , Sager, R. and Crumpacker, C. S. (19 
92) J. Acquir. Immune Defic. Syndr. , 5, 1099-1104 ; Nabel, G 
. and Baltimore, D. (1987) Nature 326, 711-713 ; Fazely, F. , 
Dezube, B. J. , Allen-Ryan, J., Pardee, A.B. and Ruprecht, R. M 
. (1991) Blood, 77, 1653-1656 ; Munoz, E. and Israel, A. (19 
95) Immunobiology, 193, 128-136) , NF- ic BtO^tS ;dS^^^t± 

t-c viJ>(>. mmmm^^']&m'f':^xt^^-( j^T.o^^mmM^- 
, v^*/'i^^cWS()''J;'b<^^*tbmbTV^/j^v^o Slffl^ix^NSAID (^;^ 

T^^Y^^mm r y ^ vi^mRnB^\^ii^^x'y ^ ^ 
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nm-r^MMi^^^*^n^^m X ^ i^ti^fc (Auphan, N. , DIDo 
nato, J. A. , Rosette, C. , Helmberg, A. and Karin, M. (1995) S 
cience 270, 286-290.; Shackelford, R. E. , Alford, P.B. , Xue, 
Y. , Thai, S. F. , Adams, D. 0. and Pizzo, S. (1997) Mol. Pharma 
col. , 52, 421-429. ; Bitko, V. , Velazquez, A. , Yang, L. , Yang 
, Y. C. and Barik, S. (1997) Virology, 232, 369-378) „ mK.\-£ 

jJU^Ji-S r t ;J5^^$ilXV>5 JJS (Science, 265. 956-959, 1994 

M(om?&i^mi^i\^Xis •? , i «9 NF- k BfiH4>fkffi.W<fe» 

8-31 9238-^^®, i|#M2000-169479#^^) . -< y ^ / ]} 
ymmi^ (# ^5^10-87491-^^^. #M5pii-i80873-^^S) > 
yy^/^m^i^ {^mW-7-291859-^'J^m. ii$^¥ll-266872-^^ 
m) , ^-y ^ J^mmW (#^¥11-71278-^^^) , V^i-ym 

(#§B ¥ 10-175861^^ «) . ^yi^V 7'ym^i^(?Cl/J?98/0 
4774). fy ^ i^y-5-:^ jvr^^^ ^ KII#<4^(W097/09315-t^il. W 
097/09325-i-^#) . ^ ti -ft y y y y^^i^ illOOO/08007 

^'^m) s ^y-^ymmw (wooo/i5603-^^^) . \^r2])i;yi^^ 
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h (PDTC) (Eur. J. Immunol. (1999) 29, 1890-1900 
) , Z-TTI^r^ J 'yvmk) (J. Biol. Chem. (1999) 274, 27, 
18981-18988) , 2,2' - If -IH- f n w-^m (j, Immunol. (199 

9) 162, 7102-7109) f^: }i is^m'^ ^ f\,X\^^ , 

r (O S NF- K BO S 14 ^ J]I -r S ffi {C M L T fi ;f 

4#IB¥7-291859^^^|c:^oV^TTfS^:^>'dE^y yH^-JI: ( 
A) NF-KBOfiHS^liPl^i^Ki: UTP?l^$^LTV^5o 




*fe> #M¥ll-266872-§-^^lC joVNT, NF- k BO^ttlt; ^rfflj^ij 
(B) ;j5^fj'e>tu-CV>S. 




O 



t t , NF-« BPIWt^K t LX + ^ti:^^tl^^i-i>it^m 

T-fc5 i: ttm;i-f , J: t) NF- « BPl^fi&tt ® ^ V^^I^SOggj^ ;iS S * 
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Kw- KM^mmt-r ^(o^is^m-r^ zt^^mL. ^^m^^^-r 

•t^ii^h. ^^mit. lk(D~m^ (I) 




(I) 



RMi, T!BO-«J^ (II) 
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O 




(II) 



o 



ttcitTm<D-m^ (III ) 



OR^ 




2~1 1 O T i//WS^^-f ) r-fe^) ; 

tiT v>T t J: v^j^^^ 4 ~ 1 1 (D^x o r y -/i^s, s^$n•cv^ 

iC 2 ~ 1 1 <^T v/yPST'fc U ; 
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P>(tIL-l, TNF-o, IL-2, IL-6, IL-8. iNOS, ^3|a^ 3 o - 
H^, V^-y ^^V-y . ICAM-1. VCAM-1. ELAM-1. iHEi^ 

WJ-^V. ^S#:B, 4S^tiC4, c-inyc> HIV, HTLV-1, SV-40, C 

Hft^MttiU fffli«'^'©TNF-amRNA Si (13^) , IL-1 ^ niRNA* 

la) -k. *yt90^^f^:'L^IIi^JfiL^:^fV^, jfiLlfttf TNF-al: «r 

aiJ^ L feign ^^fo 

El 2 tt, 7 3i(6^C3H/HeN^|IKH±^ ^7 ^ IwGalN/LPSSr^J^I^JS:^ L 

IS 3 tt, 7 MS&C3H/HeN5K*i14'7 l> ;^ (CGalN/LPS^Srifil^rtiS:^ U 

, ^oio^safj:||j!i^ji57<D{t^i^^SPl9:# t, fiJSiLTeo^^ 

'L^iliSljfiL^tf jfiLjt'^'TNF-aS (I2I:£) ^ fiiJ ^ L fe^m ^ 1", 
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i^Mmmn2(Dit'^!^ttcitmMmis7(D^t^<^^ loo mg/kg vm 

Pl9:4U. m^MMt LXy( y h' ^ ^ i^yit. lO mg/kg TMpS 

* ^ W ^ ^ ^ T- 5 @ ife ^ S # K H ^ tJS ^ F*3 {C y i/ ^ 

^x^h^mm^M^^mf^^i^o^y)/^/ ym^^i^Tc^fitcM 
tii. :^?tm\^m^^y:/^ ymmwi!imm^j:if\^^oxi[:^m 

\:i1^fcitmm^£ifi^X':>X^it^^K-<y:/^/ O 1 fi[ *3 J; tJ? 

mm. mm. ^m. vym. ^it7kmm^iif<Dmmmt.fcit-ry^ 
ym. y^^^m. m^m. %m. ^^ym. ^m. :^9y7.)vitsy 

^>f^ RM±, TI30-iiS^ (II) : 
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O 




t fc«TiB<0-J|g^ (III ) : 



OR' 




/P, tert-^ n-'N dr V/HjC if O^^l^ 1 ~ 
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tv^^aJ i: t-Cttx /i-J^. ^tf-zw. :^ckvw, ^rVT^nf/u, n-:/ 

^i^^/U, tert-^ n-'^^ v^/U/i if Oj^^iCl ~ 6 Oli:^ 

^/i^:^7 /U;Jf iJ' n ^ /u :iK - , ^y/^/U, 2-k"y 

)Vif^z='j\^ , 3- f y y ;i(7 - . 4- If y y 

igiT;u^/uS, S^^^tLTV^T'^) J;v^K^m6~ 1 20Ty-/i'S 
, gJfe$tt-CV>T't J:v^^^ic4 - 1 1 0-^7^ a T y -yuS, 

t J: v^^^it 5 ~ 1 3 o T y -;UT/W^/wS^^-r/5^, fcS 

/l/3^v', T v'yu;!h4r'>, ;<7 :<K v' , T yi^ ^ yl^ 5J< ^ yi^ , 
T y — yu;^='r v'^yi'JJ^-yw. Sift $ ttT v^T <t v^:^7 yu/^^^ yi^, 

y yjg^T^f ^ji^^ff fjtLSo 

ti, gj$i$ tifc^mic 1 ~ 6 <D{giiryu^ywSO$f * Lv^^»J i: UT 
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tcfii^m^^ titer y / ^/u (mK.it. N-> ^/i^T ^ y p« ^/u, 
1EJ^I$ tt-cv>T 1> J: v^^|ltS: 6-1 2<or ]) t V\*^m 

2-p« h 3,4-v?y h dr'>7 3.^/1^, 3,4,5- h U ^ h ^ 

V'^a:;!/!^, 4- h y 7/1^:^ 15 ^ ^/l' 7 3: 4- ^ 7 y / 7 j; 

— ./U, 4-V' r / 7 a: ^■/V', 4- n 7 — , 4- =i n 7 31 — /I' , 

1- ^ 7 if S d5 ^ P> n 5 , 

bv^f!I t LTfi, 3-tfys^;u, 4-tryi^/u, 2-77- 

yu, 2-5^3^ :::i>'w. 2- f y s: = yi/ , 2 -^f / y /u. 3->r y=3r/ y/u 

if O S ^5 ^ ff ^ ti 5 o 

ffi^l^tb-CWT J: i^^^^ic 7 ~ 1 4 7>'l^^/l^S(^$f* LV^ 
^nj i: UTH:, 4-- h o v'/i', 3-- h n ^^^v^/w, 4- 

;^ h ^ v'^ y v^/l', 3-;»< h ^ v'^y i^/W, 4- n n ^ y i^/u, 2-7 

2- k° y v^yupt ^/u, 2-(ii° ]) 2- ( t° ]) iP y -3- 

^ 2 y y yu^ 3— f v ^ y y /uy fA^fi ifos 

2 ~ 1 1 (n>T 'y)V^(n>%% \^\^m LTtt. ^5^i:2 ~ 1 

■Ct J:v^M^ic7 - 1 1 <DT y -/i/*/ujJ<:=^/uS*;J:tJ5i^f^lS4~ 
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4-k*yi?/wS, ^yi^/uSx 3-t:' y ^^'US, 4- h* y 

:^'>/uS«r^U, xj^r/w^bt fettT ^ K^b $ iT.'Cv>T t J: v>:^7/u 

, gJ^^^HTV^-r J: VN^^ic 1 ~ 6 OT/u^/uS, g^fe$i^TV^ 
■Ct J:V^^^i:7~l 4(7>T7/W#/US«r:^-r) . S-C0NR^R8 
"^f, R'fe<tt>*R*W:#^?d!35:{j:7lc3llE^, Sl^^ $ tiT vn-c t J: v>^f|| 
|& 1 6 (^)T/u^/uS, g^fe^^^Tv^■r'bJ:v^^^|^6~l 2<DT 
y-/US, gife$ iXT V^T "b J: V^^^iC 4 - 1 1 (ZJ'^x n T y -/u 
fi^$tLTV^T'b J:V^iK#|gC7 ~ 1 4 CO T 7 /U ^ /U S > S J^l ^ 
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m.w\-x^tihii^m^\^x\^^umn.^ b-^\^ti^x 

tKHIS, v'^oyoe/P, i^^n:/5^/W, ^^^n^:/^;U, ^ a 

ir'OT U -/wS ^ § H ;i (iV ^ 

^^/I'S, T'n kVl^S<0 J: 9 i^iT/W:^r/l'S^ 5^ il^ 7 y ^ 

VN;^;/u^'^r i^/wS^i if P> il {i* tt fc 1 ~ 2 ®<OS^S-eg|^ $ itT 
V^Tt<tV^) , h)2-t: V 2- f y ^ :^ if O 

cry -/US, c)3:;^x/w^b*]fcttT 5 K-fb^ttXfc J; v>:*>'U 
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3E^yUS;dS#»f P>tb, Izflf t Mi^m t LX ^ . m K. HJ Jl^ ^ 

ff^fe$i^•CV^•C'b<}:v^^^i[7~l 4 <dt 7>'^=^y^S<^^^ * tVN 
> h :^rv'^l^ v'/l/, a-;/ h 4-^ n n^y v?yl/, 2-7 

tVu, h y c p< ^/u. v'T / y ^ywS(D J: 5 

7yp;!t-n>{ h^r^/S;5^ifOg^fe$^^•CV^T'bJ:V^T/^3^S^S, tK 

^•yW7;i-yy, T/U3^i/:«7yu/<^>l'yuS^j;if<^)g|fe$ixTVNT't> 
J;v^r^/S> h y 7yw;i- p ^ ^ :/;^/^J^ = y^S, — 
1-^ yi'^lH-f^ y-yw-3-r ywS/i if (OM^g^S, ^^JI^^7 y 

bv^0lJ i: L-c«» t' y y-2— r yi^, f y V? i/-3-'i' yi^. tfyv^i/- 
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yu^/uS. ^ :x.Yi^>y ^ Vf if^ ^ . V^) V )Virxi :^ 

S y 7;u;t n p« ^ y;=^7V'Ji->-y^S. ^ ^ / — >'^-l-'r /I'^IH- 
f 7 /-/i^-3— r ywSi^i if 0^]^]^^. :^igJI^-^7 J: 

t LV>;B:#:f!l i: LTIi V? / , p y / . ^/ujJ-^ y / , f-ir 

=ir Jl' y :f V / . 3^ ^ bT ^ 7 / ?i if © S ^ tf b 5 

0 

, 7 ^yK^ i 5 tiTVN-c i v^T y -/US. 2-fyv^/u 

, 3-f y v^yu, 2-fy * >f/KO± p?i®^$nTv>-ct>J:v>^TO 
ry-zuS, */U3K^i/;uS. */w/^^^/u, ^ f^/UT $ / /u 
A^-Y /KD J; 9 fi^ ^ tbX J: v^;&;^/■<^-f /uS> ^Vi^yw. 4- 
^ p /U'<i/i>^yu, 2- k* y i^Vu > ^ yu , Z-t']) i^J^^ i-J^<DX ^ ^im. 
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a»i$nTv>Tt> J; v^r $ /St bTJi, S-NR'R" (^4", R\ 

OR* (^tf'. rm^tk^e-t-. mi^^ti^x\f^x h x^^^mWii 6<d 

te^^r/^=^ry^S. 5 vn {ifijfe $ tLT v^T t> J: v^^^ii: 6 - 1 2© 
ry-zuS^^-f-) . X-NHCOCHgNR-'R* (^tf, R"" J: tJ^R' 

^ife5i:{c*^i^^, fi ife $ ti. T T iVNjg^illS: i - 6 oT/u^yi/S 
?5^, fe5VN{iR''*3J:r>*RMi^nP>;i5ig'& tTV^S^5^M^i:-,^^c: 
fc5v^«:*fci^g-g't-CV^T't) J:VN^3gitSSr^-f-) , S-NHSO2R' ( 

R'nmk^tix^^^xiiX^^mm^i -^Gois^mrji^^/vm. 

) , S-NR'COOR" (^tf , RMtTK^M-^, fcS V>ttgift ^tl,TV^•r 

J:VN^5ll^6~ 1 2 (DT y -/l/S^^f) , S-NHCONR'RJ 

R', RM±«-^ai3ifJ:7K5(lM^^ Slfe^tiT v>-c ^ <J:v^^llll8c 1 - 6 

oifi^Tyu^ar/i'S, fe5v^{ifi^^i$^LTV^Tt<i;v^^^^6~ 1 2 
y R'. RMi^i^f);65ig'^b-CV^5i[^M^i: 

-i^{::/ioT, sf-^^M-^x ^mm'f-. ^nm^^'^/ux\^^xh 

S-NHC(=NH)NR''R' . R^ R' >«r 5* 5i: {^tK ^M-?- , fc5V^tt 

16 



wo 02/076918 



PCT/JP02/03017 



2-^ h 3,4-5^^ h 3,4,5- h y 7< h ^ 

i/7ii::=-/l/. 4-hy7/l^;*-oyf'>'U73i-/U, 4-*/V'7::J-!;y73i 
^yW, 4-V' T y 7 31 — yl'. 4-iJ' o yW 7 a: — /U, 4-=. h n 7 a: — 7U , 
1-t 7 if OS *S ^ b 5 o 

5/, (2-k r 5 / , (3- b K o =3r 7° n bVw) 

T ^ / , (4-b K «3 ^ 'y-ff/^^) T ^ / , (2-k K P 
) r\/. (2-i?a:f-/l/r ^ / T?/, ( /W V > 5^ 

/>/) T^/. ^/u) ( :n h ^ /w = 

i^/PT^/, (pif^/w) r^y, r-tf-zwr^/, n-T'n 

r±^j\^) T^y. (2-e'<7 T-fef'yw) r^/, (2->fyr 

17 



wo 02/076918 



PCT/JP02/03017 



!\^) r^/, (2-7 ^ / T-fe^/j^) T^/, ^yj/>r/i^T 

^ y , (4-T ^ / '/^ /U) T ^ y . h =Sr v':«7/UjK = /W) T 

(tert-y h = T^/, (^y v?yU;*-^'>;«7 

/ /u Tjf - ) T 5: y . (T= y / = r^y. y^y;^ 

i/i/T ^ y , ^y-€y:^yW5^— yWT ^ y , h /I/ 3: y ^ /J^ =. /I/ 

r ^ y 75; if <z)S;&5^»f p>ti.5, tfc. 'e«J;t(^S-NR' r''(c*3v>t 

y , ^ 7 y£ if <^ S ^5 ^ tf b n 5 o 

Lv^'8aJ t LT tt. 2-^" y i^/u. 3-tr y >?/w, 4-f y e^/w. 2-7 9 - 
/u, 2-f"ai = /u, 2- 1* y ^ 2-^yyyi^. 3->ry^yy/w 

«aji:LT{i, '<yv'/i', 4-=. h n y i^yw, 3-- h n y i/^u, 4- 
y h ^ ^ y , 3- y h ^ v' ^ y v^' . 4- p n ^ y i^yu , 2-7 
3-7 7^13 k' 71/ if ^5 ^ { f i^ 5 . 

S<^$f^tV^'0^!J^:UTW:, 4-lfy v^/uy 3-k' y i>Vwy ^/u, 

2-k° y v?/uy f^yi/, 2-( k* y y-4--(' 2-(k"yv^y-3- 
2 y y yi^y f'/w, 3->r y ^ y y /wy f^/uj^i if <os 

18 



wo 02/076918 



PCT/JP02/03017 



lk<0-m^ ( I ) Id joV^T, 




(I) 



^'P. R»;dS, rm(0-l^^ (II) 



o 




4-(3,4.5,6--r h 7 > h ^ i/-2-;;< ^/U^ i?;U)-2-^ > i^jU^e^ 

6-(3,4,5,6-r / h ^/i-^ y i/ /u)-2-^y 
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5-(3,4,5,6-r h 7 > h =^r^^-2-^ ^/U^i^ i?/U)-2-^ > >'/U:t # 
N-[4-(3,4,5,6-r h y / h^i/-2-/ ^yu^ y i>/u)-2-^ :^ 

^ ^ >^>r ] tr^ y , 

N-[5-(3,4,5.6-x h 7 > h ^v'-2-p« f^/W^ v^Vu )-2-^ > i^/U 
N-[5-(3,4,5,6-^ h 7 ;?< h #i/-2-> ^jU^yi^jU)-2-^yi^/\^ 
N-[5-(3,4,5,6-x h y / h ^ V jV)-2-^:y 

4- (3,4,5,6-r h 9 ^ h i/-2-p< f-yu^ y i?/W)-2- 1 K^i^i/^ 

5- (3,4,5,6-r h 7 p< h ^'>-2-> 5^/^^ y v?/W)-2- 1 K « =^rv'^ 

3- (3,4,5.6-x h 7 > h ^'>-2-p< ^>'U'<>'i^>'U)-2-t K^^^i^^ 

4- (3,4,5,6-f h 7 P< h f^/l^^ v'/U )-2-T -fe h ^ 

5- (3,4,5.6-x h 7 > h ^re^-2-p< f^yu^ > i^/w )-2-T ir h ^ 

3-(3,4,5,6-x h 7 ;^ h ^i/-2-p« ^/W^y i^/U) -2-T-feh:ari^ 

5-(3,4,5.6-r h 7 X h ^i/-2-p< f^/W^ y v'/U)-2- 1 K o ^'>^ 
^yU3i;^xyu, 
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5-(3,4,5,6-r h 7 p< h >'-2-p< ^/U^ y v'/W)-2-^ h^'>^B 

5-(3,4,5,6-r h 7 ^ h ^/U^ V v^/l')-2-^ y c ^ 

5-(3,4,5,6-r h 7 ^ h ^i/-2-p< ^/W^ V i;'/i/)-2-7 a / ^i^^ 

5-(3,4.5,6-x h 7 ^ h ^v'-2-^ ^/W-^y v^/W)-2-(3-p« V ^ 

5-(3,4,5,6-x h 7 > h #'>-2-p< 2^/W)-2-(3-f y 

5-(3,4,5,6--r h 7 ^ h ^r£/-2-7< f^yU^ y v^/W )-2-(4- f y i^/u 

5-(3,4,5,6-r h 7 p< h ^'>-2-p< f^yU'^y i?/W)-2- (t-:/h^ri/ 

xjf - yu ^ f- =^r ) ^,t#^^ f-/l^:t;i.'r yu, 
5-(3,4,5,6-r h 7 ^ h ^i:/-2-.?< 5^yU^ y >?yw )-2- 7 :c / v'^ 

5-(3,4,5,6-r h 7 ^ h i/-2-> f^yu^ y v^yu )-2-(3-7< h^^f^-y 
7 31 / 

5-(3,4,5,6-x H 7 ^ h ^y-2-7< f^yw-^y i^yu)-2-(3-br y i^yu 

5-(3,4.5,6-x h 7 ^ h ^yU^ y v?yu )-2-(4- t° y v^yU 

N-[5-(3,4,5.6-r h 7 ;^ h ^'>-2-p« ^yU'< y v^yu)-2- k K o ^ 

y i/^ yw] ^ y y , 
N-[5-(3,4,5,6-x h 7 ^ \^^'y-2-yt 'f' )V ^y'J )V)-2-\l Y 
i/ ^ y y y( /i^] ^ 7 :t ]) 
N-[5-(3.4,5,6-r h 7 p< V^iy-2-:^ ^yu^ y i?yu)-2-(3-f y 
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N-[5-(3,4,5,6-r hy / h =^'>-2-p« ^/i^-? y v?/i/)-2-(4- k" ]) 

N-[5-(3,4,5,6-x h 7 ^ h ^ y v^'/U )-2-(3- t' 

N-[5-(3,4.5.6-r h 7 j>< h =^r'>-2-;;« ^jU^yi^A^)-2-{A-t' ]} 'J 

N-[5-(3,4,5,6-7^ h 7 ^ h i^-2-^ ^yU'<^v?/U)-2-(^ h ^ 
/I/ 7}f ^ 71/ f^/U;!t-ilr v')^:^y'</W] U 

N-[5-(3,4,5.6-r h 7 p« h =^ '>-2-p« f^/U'< y i^yi')-2-(3-t-:^ h 
^ ij jvifs ^ )\^ :^ )Vir ^ 'y)^y V ^ 'J V . 

N-[5-(3,4,5.6-x h 7 > h ^ v^-2-> ^/U^ V )-2-(3- f y 

N-[5-(3,4,5,6-r h 7 p< h ^ '>-2-7« ^/U^ >' i^/W )-2-(4- tT y 

f-yu;*- ^ y /-^ /u] ^yu7 y y , 
N-[5-(3,4,5.6-r h 7> h ^ v'-2-p< i^/W)-2-(3- tT y 

/u;*-^ /w] ^•/W7 ;j- y y . 

N-[5-(3,4,5,6-x h 7 ^ h ^ i/-2-^ f-/W^ y v?/W)-2-(4- If y 

/U7t-^i^)^y -/yf ^ y V, 

N-[5-(3,4,5,6-r h 7 p< V ^ i^-Z- ;^ f'Jl'^y i:^ A^)-2-i;i h ^ 'y 

N-[5-(3,4,5,6-x h 7 ^ h =^ 'y -2- :^ y v?yU)-2-(t-7' h ^ 

i/^yUTK-yUp^ 'f- )\/ilr^'y)^y ^/ -< /i^]^/U7 ;i- y y , 
4-(5,6-i^p< h =¥'>-3-p< ^^71^-1,4-^ / V-2-'l' yP)^ 

2-^ y ;U ^ , 

2-^ y ;t ^ 
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2-^ > /I' ^ ^ S ^ ^ , 
2-Ti? h 

2-T-fe h ^v'^S#®!. 

3- (5,6-v^p< h =^r v'-a-p* ^>'U-l,4-^y/^ / V-2-^ /U);^ ^/l^- 
2-T-fe h ^ 

4- (5.6-v' ^ h =3? v/-3-^ f-/U-l,4-^ y / :/-2— r /i^)^ ^/l^- 
2-t K n 

5- (5.6-i^> Y^V-Z-:^ ^/W-1,4-^ y i/^r / y-2— T 
2-t K o ^(^'>^-ft#^. 

3-(5,6-e^^ h^v^-3-;' ,4— < / ^ / ^/V- 
2-t K o v'^.&#iS, 

5-(5,6-v?^ h^r'>-3-> ,4-'< y ^ / y-2-^/U)^ 

5-(5,6-v>p< h ^ v'-3-^ 5^/^-1,4-^ V / y-2— r 

5-(5,6->^p< h =3E^i^-3-;^ ^yi'-l ,4-'< / y-2--<yw)^ 'f-jv- 

5-(5,6-i^p< h ^ V-3-p< f^/l'-l,4-^ y >/:^r y :/-2->r /i^)^ f^/u- 
2-(3-e y v>/up{ v')^S#®!, 

5-(5,6-i^;»< h^rv'-3-> ^/U-1.4-'<>'/^/ :^-2-^ yU) 7^ ^/l^- 
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N-[4-(5,6-v^ p< h ^v'-a-^ f-/u-i,A'^y y ^ / y-2-y( /l^)/ 

N-[4-(5,6-i>'7< h f-ju-l,4-^y)/^ y y'2-y( JU)^ f- 

N-[6-(5,6-i^p« h ^ v^-3-p< f-7U-l,4-^ y '/^ y :x-2-i'/u)^ ^ 
jV-2-^y -J }V it ^ ^y V y{ A/V^- :y h ^ T =^ il 

N-[5-(5,6-i?p< v'-a-pt ^/l'-l,4-'<y i/^ y i^-2-^yU)p< ^ 

N-[5-(5,6-v?;>< h ^r'>-3-p< f- , 4-^ > ^ / V-2->r ^ 

N-[5-(5,6-i?;»< h ^y-Z-:^ 'f- > :/ ^ / y-2->{ iV)^ ^ 

N-[3-(5,6-v?> h i/-3-;?t , 4-'< ^ y >'-2-'1' 7U)y ^ 

/U-2-'<i/i^7U;*-^'>^>'l/>r>'l'] k''<yi^y. 

N-[3-(5,6-:^y hdrv^-3-y f-/U-l,4-^y>':3f / i/-2-^ ) p< 

N-[3-(5,6-S^p« h=¥'>-3-y f"/U-l,4-^y/dr y i/-2->r/U)y 
y^_2-^ y ;e- :^ >> ^ y i/ >C /U] -4- ^ h T y V » 

N-[4-(5,6-v?y h ^ v--3-y f^/l--l,4— < y-2--f /l/)y ^ 

/l'-2-7-fe h ^ i^^y / 'T /u]-4-y h i/T ^ y y , 
N-[5-(5,6-J?> h=Sr>'-3-<7<f'/l'-l,4-^y V-2-y{ 

N-[5-(5,6-v?y h ^ v^-3-y ^/l'-l,4-'< V ^ y y-2-^yW)y 

/w-2-r-fe h ^'>^y V'-^' /l^] ^•/w7;*-yy, 

24 



wo 02/076918 



PCT/JP02/03017 



yi<'-2-T-ir h >^^/^] 

N-[3-(5,6-v^ ^ h :3pi/-3-p< f'/l'-l,4-^ i/^ y /W) -?< 
/U-2-T-fe: K =5rv''<:^y 'f yl^]-4-pt h =^r v' r U :^ , 

N-[5-(5,6-i^;>« h v'-3-p< ,4-^ ^ =3f 7 y-2-^7W)^ ^ 

N-[5-(5,6-v^ y h ^'y-Z-:^ ,4-^ / >'-2--r/l^)> ^ 

N-[5-(5,6-v?p< h ^i^-3-> ^/W-l,4-^y '/^ / y-2-f f- 

N-[3-(5,6-v?y h ^v^-3-y ^/l^-l,4-^V^y^/ y-2— T /l')^^ =f- 

N-[3-(5,6-i^p< h ^v'-3-> f-/l'-l,4-^y '/'Sc^y' y-2--l' /U) p< 

N-[3-(5,6-v^p< h ^ v'-3-7< ^/W-l,4-^y y-2-^/W)p< 

/u-2-t K 13 W-Y/V'1-4-^ h ^->T- y y, 

N-[5-(5,6-i^^ h^ri'-3-;^ ,4-^ y / ^ ^ y-2— T/V-)^ 5" 

N-tS-CS.e-v'y h ^ '>-3-p< ^yi^-l,4-^y i/=3r y y-2-^ ^ 

N-[5-(5,6-v'p< h^v'-3-p< 5^/U-l,4-'< y '/=^r / y-2-^/l')p< ^ 
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/U-2-7 31 y dri/^ vy>r /l^] f^yv'y, 
N-[5-(5,6-v^ y h =^riX-3-y ^/W-l,4-^y '/=JE^y y-2-^/i^)y ^ 
7 31 y dp ^ y y ^ ] ^/\^7 ;ir ]} 

N-[5-(5,6-s?y h^$^-3-y ^/w-i,4-^y /^y y-2->r>'i')y ^ 
yu-2-7 31 y ^ y y-f /^]-4-y h ^>>r ^]) v. 

N-[5-(5,6-i>y h =af i/-3-y ^/i/-i,4-^y y^y y-2-f yu)y ^ 
>'U-2-(3-y h 31 y }\^] f^y i/:/, 

/u-2-(3-y h ^ 7 31 y ^ i/)^ ^/U7 y 

N-[5-(5,6-v?y h =3r^^-3-y ^ y V ^ y y-2-y( JV);^ ^ 

/u-2-(3-y h ^'>7x y :3f-'>)'<y />r/w]-4-y h ^^r-^r- y 

N-[5-(5,6-j^y h i/-3-y ^yi'-i,4-'< y y y-2-^7u)y 5^ 
/u-2-(3-t'y i>yuy ^;i';^-^iy)^y y-f /u] f^y v^y, 

N-[5-(5.6-v^y h ^ v'-3-y f"/i'-i,4-'<y '/^y y-2-^7i/)y ^ 

/i'-2-(3-f y i^ywy ^/u;*-^'>)'<y >^^7U] ^yW7;i- y 

N-[5-(5.6-v'y h ^v^-s-y ^/u-i,4-^y y y y-2-^ /w)y ^ 

/i/-2-(3-bry i^/l^y ^yw;^^ v')^>' >'i^]-4-y h ^^rv'T::^ y y 

N-[5-(5,6-v^y h dE^i/-3-y ^7u-i.4-^y/#y y-2-i'yu)y ^ 
N-[5-(5,6-v>'y h ^'>-3-y f^;u-i,4-'< y y'^y y-2->r/i^)y 
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/w-2-(3-f y i?/i^^^i^)^y:/^ ;v] y v^y, 

7U-2-(3-t° y ^ V 

H-[5-{5,6-i/ :^ h ^'>-3-^ f-/w-1.4-'<>' / i^-2-^ ^ 
/l'-2-(4-k' y >?>'U;*-:Sri/)'<i^/-('>'W] t!*'^ y y . 

N-[5-(5,6-i>'> h ^ ix-3-p« f-ju-\,A-^yy^^ / y-l-^ 

yu-2-(4- e y v^/w;^-^!^ i/)^ /-r /wj^/u 7 ^ y y . 

N-[5-(5,6->?p< h=Jt^i/-3->f^/l/-l,4-^>'/^e/ i^-2-(' 

N-[5-(5,6-v^7« h ^i^-3-> ^/U-l,4-^y / y-2— r ^ 
/i/-2-(;?< h :3r jJ? =^ :^ f-)\^i!r^ yV^ jv]^ jvy :t ^) y 

N-[5-(5,6->?p< h v'-3-^ ^/l'-l,4-'< yV^/ y-2-y{ JV)/^ 
/w-2-(t-y h ^yii;vi!^=';\^:^'f-j\^y^^y)^yy^j^^] tf^ y 

;w-2-(t-:/ h ^ * v'U jK - 7< ^yu:*- ^ v^)^ >'i'] ^/u^ ;j- y 

N-[5-(5.6-i?;»< V^y-Z-:^ i- ^ ^ ^ y-2-y( iV)/- 
/U-2-Tir h /^/l/]-3,4-v^p< h ^ T ^ y , 

N-[5-(5,6-v^p< h =ar'>-3-7< ,4-^ y y-2— r ^ 
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/u-2-T-fe h ^v'^yj^'f /u] -3,4,5- h y ^ h ^ v'T^- y 

N-[5-(5,6-i^ 7< h^i^-Z-:^ , 4-^ ^ :/ ^ / V-2->r 5" 

/W-2-T-fe h ^i^^>'l/>r/l^]-4-^-yU7;i- y / ]) 

/w-2-T-fe h ^i^^yy^ yi^]-A-i/T / T =■ V y . 

N-[5-(5,6-v'p< h v'-S-p* ^yU-l,4-'< y v'^r 7 y-2-r ^ 
/U-2-Tir h v'^ y /-< /^]-4- h y 7 a ^ f^/u T - y y. 

N-[5-(5,6-i^p< K ^ v'-S-^ f-/W-l,4-^ > )/^f / y-2->( f- 
/l/-2-T-fe h ^^>^y /-f /W]-3,5-b';^ h y n p< f^/WT- y 

/W-2-t K P :Sr'>^y yi^]-3,4-i?y h ^ri/T- y y. 

N-[5-(5,6-$^y h ^'>-3-y f-/U-l,4-^>'i/^/ ^-2-^/1^)^ ^ 

/w-2-t ^i^'<y >'-i'>'i^]-3,4,5- h y y h df^i/r- y y, 

N-[5-(5,6-v^y h :Sr:/-3-y , 4-^ y ^ / y-2-1'/W)p< f" 

/W-2- 1 K ^ -y y ^/ -< /V' ] -4-T ir '^/u T - y y , 
N-[5-(5,6->?p< h^v^-3-y ^/l'-l,4-^ y / y-2-r/i^)p< 5" 

yu-2-t K 15 ^ -y^y yu]-4-:J' n o y y , 
N-[5-(5,6-i^p< h y-3-p< f-7V'-i,4-^y / y-2-'1' /U)^ ^ 

/W-2-t K xi^^y^y i/>r /U]-4--=E-/W7 y / T y y . 

N-[5-(5,6-'y p< h ^y-3-j;< ,4-'< y l/ =3p / y-2-f /W)^ 5^ 

>'U-2-t K o =^i/^ y '/-f yU]-4-i^T / T= y y , 

N-[5-(5,6->f p< h^y-3-7« ^/u-1,4--^ y / y-2-r/w)p< ^ 
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N-[5-(5,6-S^;^ h i^-3-p« ,4-'< y / i^-2->r /i' ) 7< 

yw-2-t K o ^ i/^i^yw' /w]-3,5-l^:x h ]) y )\yi>r o p< f-jvr =^ y 

N-[5-(5,6-v^'^ h ^'>-3-^ ^iV-\,^-^vy^ / >-2-^/W)p< 
7W-2- t K o =^ ^y^vV>{ yi/]-(S)-l-7 x ^ T ^ y . 

/U-2-t h'P ^ >' yl/]-(R)-l-7 a: ai 5^ T ^ 

;v-2-y J ^^y^V^r^ /W]-l,2,3,4-x h^t Kt»:^f/yv, 
N-[5-(5,6-v5 p< h =3f v/-3-p< f^/P-1,4-^ V / >-2-^ 

N-[5-(5,6-5^p< h =¥i^-3-p< ^yV'-l,4-^ i/df- / y-2--l' ) ^ 
>'U-2-(3-t:' y i^/U^ f'/U;ih=Sr'>)^>'>''Y/l']-l,2,3,4-7^ h 9 t K 

p ^ / y 

N-[5-(5,6->^'> ^yu-l,4-'<y v'^^ry y-2— T/W)^ 

7U-2-(3-k*y v^/Up* i</)^i/;/^/i.]-4-pt ^/u y v 

N-[5-(5.6-v^p< h ^ v'-S-pi ^/U-l,4-'<:/ /^y >'-2-'<yW)p< ^ 
/W-2-(3-lf y v^/U^ ^/U;*"=3E^'>)^y y-r /W]-3,4,5- h ]) / h^'y 

T= y 

N-[5-(5,6-v?y f-/w-i,4-^y y^y y-2-^/u)y ^ 

>'U-2-(3-k" y >^yu> /-r /w] -4-T -fe f^yi' T =^ y y 
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N-(2-^ p P tr y y-a-'T /i^)-4-(5,6-i^ ^ h ^'>-3-p« f^y^-l, 

N-(2-i5^ P P f 1) v>' y-3-'< /U)-4-(5,6-v^p< h ^ iX-S-^ 
4-^ V/^ / y-2-^ f^/W-2-t K o ^i/^;^XT ^ h\ 
N-(6-> h i^y-3->C>'U)-4-(5.6-S^p< h :3fi<^-3-j;« 

N-(6-p< h ^v/ fy >>'y-3-1'yU)-4-(5,6-v>'> h ^ -3-^ 

N-[4-(5,6-v? / h v'-3-p< , 4-'< :^ ^E^ / V-2-W' J\^)^ ^ 

y 

N-[4-(5,6-i?p< h ^'>-3-;>« ,4-'< 2^ :/ ^ / :y-2->{ jv):^ 

K c ^i^^l^y^^ /i']-4-( h y 7/1^;*- p ^ f- ;^ /u jJn = yu ) 

y 

N-( e y v^:/-3— f /i')-4-(5,6-i^^ h ^r'>-3-7« ^^1^-1,4-^^'/ 

N-(l^ y v^y-3-W' /l^)-4-(5.6-v^^ h f'/W-l,4-^y'/ 
=^r / y-2-y( ^/w-2-t K c ^'y^yXT ^ K, 
N-(f y y-4— r ;l')-4-(5,6-e^> h =Sr'>-3-7« ,4-^ VV' 

N-[5-(5,6->^ p< h ^v^-3-^ ^ /i--iA-^y y ^ y y-2->r f- 

7U-2-T-fe h ^ v'^y l/'f >'W]-4-7/U;^- p T - y 

N-[5-(5,6-v'p< h^i^-3-p< ^;u-l,4-'<:^ydr / y-2-<yW)p«^ 
yu-2-k Kn y 7W]-4-7/U;^- p T:::^ y 

N-[5-(5,6-v^^ h ^'y-Z-:>i ^ /l^-l ,4-^ y y ^ / y-2-f yu)p< ^ 
/l/-2-T-fe h ^r'>^ V:/>r >'W]-3-= h P T = y i^. 
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N-[5-(5,6-v? ^ h ^'>-3-;»< ,4-'< > / :/-2— T /W)^ ^ 

N-[5-(5,6-v^^ h^'>-3-^ f-yu-l,4-'<y i/de/ >-2-'<7U)^ ^ 
yP-2-t K o =^r v'^^^ >'^]-2- h y n ;?« f^/WT = y V . 

N-[5-(5,6-v? p< h ^'>-3-7< ^/l'-l,4-^y/^ / /U)^ ^ 

A^-2-T± h ^ 'y^l/^/>{ /i^]-A-iyT / ^ f-jvr^- y I/. 

N-[5-(5,6-v^ p< h^i^-3-p< ^/i--l,4— <y / -2-r yi^ ) ^ 5" 
>ru-2-t K o ^-y^V^/-i fVi-^L-^yr J p< 5^yUT- y 

N-[5-(5,6-v^7< h=^>'-3-;^ ^ ,4-'< 3f y y-2— T /W);^ 
7U-2-T-fe h =3E^ /I'] -3- h y 7/1^;*-^ ^ ^/l/T:=: y ^ , 

N-[5-(5,6-v^ p< h ^ v'-3-^ J y-2-y( JV):^ f- 

/l/-2-t K t» ^ -y^y /W]-3- h y f p< ^;VT=- y , 

N-[5-(5,6-v^p< h^v'-3-p< f"/l/-l,4-^V /:3r / V-2-r/W)^ 
;u-2-T-fe V ^ 'y V ^ ;v]-2- ^ V ^ r ^ ^) V . 

N-[5-(5,6-i^> h ^v'-3-p< ^/U-l,4-^y >'-2-^yU)> 5^ 

/U-2-t K f ^^y^W y{ jvV2-^ h p T= y i^, 

N-(k'y v'>'-2-'r>'U)-5-(5,6-v?p< h v'-3-p< ,4-'< 

N-(k*y ':^:^-2-'<>'U)-5-(5,6->?y h drv'-3-p< ,4-^ i/ 
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N-(t'!; /U)-5-(5,6-i^ / h ^v'-S-^ f^yw -1 .4— < :x 

H-i/^ vi-fvi f /U-5-(5,6-i?p< h =^rv'-3-p< ^/U-l ,4-'< V / ^ / 
>'-2--1'>'W)^ f'yW-2-r-fe h ^v^'^'^XT ^ K, 
N-i^:^ o T^o t°yU-5-(5,6-i^p< h^v'-3-^ ,4-^ / y 

5'/i^-2-r -fe h ^'y^i^y^^ jv]-A-/ h ^ T = y 
N-7< f"/U-N-[5-(5,6-v^p( h ^i/-3-p< ^/W-l,4-'<:/y:Sr / y-2- 
>r /l'):^ f-/l'-2-t K CI =ar i/'^ y i/^ /W]-4-p< h ^ i^T- y 
N-[3-(5,6-v'y h dr'>-3-^ ,4-^ y / 7 >'-2--f /W)^ ^ 

N-[3-(5,6-i^;>« h ^v/-3-^ ,4-'< / ^ / >'-2->r /l^) 

/l/-2-t K n 'V'^ y /U]-4- h y 7 7U n ^/UT- y 

N-[5-(5,6-i^p( h v'-3-p< f-yU-1,4-^ y '/^r / y-2— T /l')^^ ^ 
/U-2-(3-f y i^/u^ /-r jU]-A-T ^ J 

31 f - /u 3: ;^ T- , 

N-(k'y y-4-^ /W)-5-(5,6-v^;>< h ^'>-3-p< ^>^-1.4-'<y/ 
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N-( y-3— r yW)-5-(5,6-v>'^ h v'-S-^ ^yu-l,4-^>y 

N-[5-(5,6-i^> h ^v'-3-p< f^;u-l,4-^y i/^r y r/U)^^ 
/U-2-(3-t' y v^/Up* >/>f /U]-4- h y n ^ 

N-[5-(5,6-v?p< h ^ '>-3-> f-;W-l,4-^y i/df / JV)/ 
/u-2-T-fe h :Jr'>"< V "/^ yi^]-4-( h y 7yU;*- n ^ ;^ j}x ^ ) 

r- y 

N-[5-(5,6-i^p< h ^'>-3-> f^/W-l,4-'<^'l/^ / >'-2-^/U)p< ^ 
yU-2- 1 K o ^ V i/^ /w]-4-( h y a ^ ;u x yl/ tJ^ — ) 

r = y 

/W-2-T-fe h ^^-y^y )/ ;v]-^-{ h y o ^ :^ /i/ jJx yi/ ) 

y y, 

N-[3-(5,6-i^p< h #'>-3-j>< f"/l'-l,4-^y i/=3E^ / y-2-W 
/l/-2-T-fe h ^'^^^^ '/^yW]-2,4-i?^ a B T - y 

N-[3-(5,6-v'p< h^-y-S-y ^7U-l,4-<y / :y-2-^yu)^^ 
/W-2-b K o =3r y^yV^ yl/]-2.4-i^ ^ o o T = y ^ , 

N-[3-(5,6-i^;;« h ^'y-Z-:^ ,4-'< y >^ ^ y y-2--</P)> ^ 

/V'-2-T-fe h :3r '>'<y/^ /u]-4-^->'w* y y T - y 

N-[3-(5,6-i>'y h ^ v-3-y ^;u-i,4-'<y y y-2-w*yu)y ^ 
/i/-2-t K p ^>"<>'v^'r/i']-4-^-/i'* y y T = y 
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N-(6-p< h ^i/ If U v'y-3-<yW)-5-(5,6-v>p< h ^ -3- ^ f- 
4_^y /^y y-2-y( /U)^ ^/U-2-r-fe h ^i^^yXT 5. K, 
N-(6-;>« h e y e;^y-3-r /U)-5-(5,6-v?;/ h de'>-3-p< 

N-(2,6-v>^ h i^t-y v>'y-3--l'>'l^)-5-(5.6-i^;;< h^v'-S-p'f^ 

N-(2,6->^^ J\^)-5-(5,6-i? ^ h =Srv'-3-^ 

N-(6-i? n o r /^)-5-(5,6-i^ ^ h ^ '>-3-^ ^ yl'-l , 

N-(2-:^ ct n If y i; y-3— r/l')-5-(5,6-i;^p« h =Sr '>-3-j;< ^/W-l, 
N-(2-^ a a t° y ^-3— T /U )-5- ( 5 , 6- ^ h v^-S-^ 

A-^y9^ / y-2->r 5^/i^-2-t Y ^ ^y^y:<r ^ K, 

N-[5-(5,6-v?> h =^r i/-3-;^ ,4-'< > / ^ / y-2— r7U)p« ^ 

7U-2-T-fe h ^ y y-Y 7U]-4-T $ y t-:/f^yUa:;^X 

N-[5-(5,6-v^;^ h v/-3- ,4-'< / ^ / /V):^ =f- 

N-[5-(5,6-v^>« h ^ v^-3-p< V/^y y-2-r/W)p< 

/U-2-t 5^^i^/'<>'^]-4-T ^ / 

N-[5-(5,6-i^j^ h^'y-3-/'^;\^-lA-^>:^^ / V'2-^ 
71^-2- 1 K p >"<y i/w';i^]-4-- h n t=- y v. 

N-[5-(5,6-i?;^ h v'-3-^ ,4-^ ^ / ^'-2-'1' yl^ ) ;^ 

/U-2- 1 K CI # v"< :x yl^]-2,6-i^ ^ o p -4- h y o ^ h 
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T - y 

N-(3-t-:/ h ^S/;<;/WjK = /u fy 'J :^ V ^ 

X T 5 K , 

N-(3-t K /I' t' y :^-2->l' /U) -5- (5,6- v^pt 

N-(3-t =3f v'*/i'SJ*'-/^t*y v':^-2-^/W)-5-(5,6-v'^ h 
XT ^ K, 

N-(5-t-y h ^ - t* y i>' yw)-5-(5,6-i>' p< h ^ 

XT^ K. 

N-(5-t Ko ^r'^JJt^/WJje-yHf y i> V-2->r/W)-5-(5,6-v^^ h 
'>-3-y ^/U-1,4-^ y ^ y jv)/ =f- jV-2-r ± Y ^i/^y 

XT ^ K. 

N-(5-k K o =^ i^^/l^sK^yU tr y V? >'-2--C yW)-5-(5,6->>p< 
'>-3-^ ^7U-1,4-^^^:/^ / y-2-^ f^/U-2-t K ^ i/^y 
XT ^ K» 

N-[5-(5,6-v?;;< h^rv'-3-p< ,4-^ :^ / ^ 7 y-2-^ ) ^ 

/U-2-T-fe h ^^y^V-/ ^ )V^-^-x-'f Y ^ v' yi/xK - yw T ^ / T = 

y 

N-[5-(5,6-v5p« h^i^-3-;^ ,4-'< :^ y' ^ y >-2-'f /i')^^ 

/U-2-t K n ^ i/'^ V /-f /U]-4-t-:y h ^V*;HJ? = /WT 5 / T- 

y 

N-(ey v> :^-3->r /l')-5-(5,6-v'y h ^i/-3-^ f^/W-l,4-^>'/ 
^r/ y-2-^/U);^ ^yu-2-T-fe h ^i/^l^XT ^ K , 
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N-( t']) r ;^)-5-(5,6-^^p< h ^v'-S-^ ^7U-l,4-^^y 

N-( t' V y-A--( /W)-5-(5,6-v^ p< h =3r $/-3-p{ f^yl/-l,4-^ y / 

N-[5-(5,6-v?p< h ^'>-3-p« i^;\^-lA-^y / y-2-^ 

t K i/^ y ;U]-p-7 31 :::: U y i^T ^ ^ , 
N-[5-(5,6-S?pt h :3r '>-3-> '/ ^ / ^'-2->r /l^)^ ^ 

;u-2-\i h'^ ^'y^yy^^ /^]-t)-y :^^i^y'yT y (MWtM) . 
N-( k° y :/-3--r /w)-3-(5,6-v^ > h ^ 'y-Z-/ i-;v-\,^-^y V 

^ J y-2-^ f-jv-2-r-^ V ^^y^yxr ^ K, 

N-( f y i^:/-3-^7l^)-3-(5,6-v?p< h ^i^-Z-^ ^)V-\,A.-^yi/ 
N-[5-(5,6-i^> h ^'y-Z-:^ ^ f\^-\A-^y ^ J y-2-^ jv):^ f 

N-[5-(5,6-i?;»« V^'y-Z-/- f"/U-l,4-'< V ^ / :^-2-^ /U)p< ^ 
jv-2-t Ko ^i^'^ /i']-4-(^ 5 y — yu)T- y 

N-[5-(5.6->>"p« h ^iz-S-pt f"/W-l,4-^i^i/^y y-2->( JV)^ f- 
/i'-2-T-fe K ^v^^y'/'</u]-4-(lH-f7 V — ;\^-Z-4;\^)r=- y :^ 

N-[5-(5,6-v;^^ V^'y-Z-:^ f-/U-l,4--< y y ^Sr / V-2--f /U)^ 5^ 

/i/-2-t K o ^i^^ w-r yu]- 4-(iH-t'7 /w-3— r /i')T = y y 

N-p< f^/u-N-[5-(5,6-v?^ h ^^y-Z-:^ ^ ,/^-^y V ^ / y-2- 

y y. 
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y 

N-(2-y h k' y v?i^-3-^>'i')-5-(5,6-v^p< h ^ -3-p< ^/U-l 

N-(2-7« h f y v^>'-3-'<>'l-)-5-(5,6-i^'7« h '>-3-7< ^yU-l 

N-(2-i^y ^y\^r 5 y k° y >^y-3--Y yu)-5-(5,6-v^p< h ^ v^-S-p* 
^yU-l,4-^>'>':^ y :^-2-^/U)^ ^/l'-2-T-fe K^i/^yXT 5 K 

N-(2-v?p< f^/UT 5 y y V-3-W /U)-5-(5,6-v?^ h :aE^v^-3-p« 

N-[5-(5,6-i^p< h=5r->-3-p<f-yi'-l,4-^y :/:3fy y-2-^ji')/=f- 
yU-2-r-fe h ^ v^^ >5/>r yV']-2,5-v^^ h ^ i^T^ y y . 

N-[5-(5,6-v?p< h ^'y-z-y^ f-ji^-i.i-^yy^y y-2-^ ^ 

yU-2-t ^'>'<i^)/W'yl^]-2,5-i^p« h =Sri/r = y 

N-(2-^ p n t* y v^i^-S-'f >'U)-5-(5,6-v?p< h =^ri^-3-7< ^yW-l, 

4-^ y y :/-2--r /w)y f-/i^-2-y h ^ vXr ^ K, 

N-(2-^/W/1^ y y b-y v?y-3-^;W)-5-(5,6-v^7< h=^ri/-3-> i- 

7i'-i,4-^y '/^ y y-2-^ /w)^ ^/i/-2-r-fe h =3?^ v-O'Xr ^ h\ 
N-(2-*7W7}> y y k*y z^y-z-^ ji^)-5-i5,6-i^ ?i h ^'>-3-y ^ 

yi,-1^4-^>'/:^ y yi.)y 5^/u-2-k h'^^y^y:^r^ h\ 

N-Ce-^yWJh y y k*y i^y-3-1'>'W)-5-(5,6-vf> h^'y-3-/ ^ 
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N-(2-i5^ p P t° y yU)-5-(5,6-v? h v^-3-p< 

N-(2-^' a a If y y-4->r /W)-5-(5,6-i^ ^ h^iz-Z-;^ f-yl^-l, 

i/dr / ^'-2->r yw);< ^/W-2-b ]f u ^ i/^yX7 5 K. 
N-(6-p{ h =35^ v' f y $ v?:/-4— r yl^)-5-(5,6-v^p< h=Sri^-3-p«^ 
/u-l,4-'< i/ / i^-2->f /l/)p< f-yi/-2-T-tr h ^ >^i^XT ^ h\ 
N-(6->« h f y $ r /W)-5-(5,6->?p< h^v'-S-ptf- 

N-(2-p< h :3E^'>f y v?y-4— f yU)-5-(5,6-i?^ h =3^ 
,4-'<i^i/^/ y-2->r>'W)p< ^/u-2-r-fe h ^i/^yXT ^ K, 
N-(2-p< h ^i^ii' ]) 'Jy-^-^ J^)-5-{5,e-'J / h v^-3-p< 

5-(2,5-v^^ h =JE^ >'-3.4,6- h y ^ ^/U^:/>?/W)-2-T-fe h ^i^^ 

5-(3,5.6- h y ^ 'f/u-iA-^y^/^y ^/p-2-T-fe 

N-[5-(3,5,6- V V / f- )\^-\,^-^yV ^ / V-2-^ /U)^* ^/U-2-T 
■fe h df^ "y^ y /P]-4- h y o ^ f-)VT y 

N-[5-(3,5,6- K y p< ^/U-l,4-'< / i^-2— T/u)^ ^yu-2-t 

N-(2-^ p n f y i?:/-3— r >'l')-5-(3,5,6- h y ^ ,^-^y 

^ J y-2-^ /\^)/ ^/\^-2-7± h^'y^y^T 5 K, 

N-(2-:J^ o p f y >?y-3-^ yi^)-5-(3,5,6- h y ^ ,4-^ y / 

^ / y-2-^ ju)/ f-ju-2-t Kp ^'^'^yXT ^ K, 
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^B^mmmwit. ^i^gft<i>^<D^s, ip-^t^^c (suzuki, k. , 

Tatsuoka, T. , Ishihara, T. , Ogino, R. , Miyazaki, T. , Satoh, 
F. , Miyano, S. , Sumoto, K. , Chem. Pharm. Bull., (1997) 45, 6 

68-674.) mM<o:}7misxx^^fihKmctc:^m\^'i}t^xmm'^m 

M,i$^iz\t. -J«g^ (IV) : 



OR^ 




(IV) 



i: {c J; !9 , -^^ ( V ) : 
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h if(Df&m(D^lET . V y :xf-yU'> 7 ^ ^ O 7c ^Ij T- of tC U 

r i:f:ii «?^«4iS7cU. -iift^ (VI) : 



^^■rS r J: 9 . -il^^ (Vila) : 



(^4". R' ~R^ R'*3iU*R^°«Wfa^a<^ii 19 T*fe5) ^#.5 



5 ;i t J: 9 , -UgjC (vilb) : 



OR^ 




(VI) 
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OR 



9 




10 



a 



CHO 



0R2 



(VI lb) 



OR 



f-J: 19 . -ilS^ (la) : 



(5^Ef, R' ~R^ R'fc J: O^R'NiMse^^t^ii -e$> >3 , RMij^ 
1 ~ 6 (Of&.mT /V^jvm. 7 ~ 1 4 or 7/l^^r;l^S^^ 

^ ^ 1^ T' r y ^ y , h y p< ^ 1; T / ^ ^ y if X- 

^i: UT, -^^ (VIII) : 



OR 



9 
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OH (VIII) 

(IX) : 

H N (IX) 

^R« 



or9 




*fc, -ilS^ (lb) ^^fcv^T> R';i^'Sm$ti-CV>T t J: v^^:/v? 
^^ftTT*^fa-50'Ctft«1*^i-$;i t J: !9 , -/iS:^ (ic): 




(^tj', R^~R\ R». R'o^JitJJX' ttflE^^Oii 9T'fc5) 
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1) T-fe h y/i ^<DSJc£;fcM4 U/j^^^^^i4'T'. mWt :fJ V '> 
~ 100 r (DU^vmW-t ^i)^. 

OH 

2 / 
r2 B (X) 

OH 

3) 7^ K 7 t K o 7 7 y^Jt ^0S)5£^fcl34 L/j:VN^J^4Jx-, 

jUjj^^UU-h itfzitH.H,H' ,N' -y" ^'^Jl^ryv^^Jl^^^^ 
R^' OH (XI) 

t). db' ) : 
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OR 




g^^$^^TV^T't>J;v^J^^ii:6~l20Ty-/^S. 



HiilB<Z)-/|g^ (la) {cj3^^T, R^;isgg|$^^xv^■C'b J; 
^jJ 5 r i: f-i: t) , (le) : 
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■rs r <!: {ci «9 -^it (If) : 



(Ig) : 
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ttz. WltiO-^^ (Ic) 

3) b° y K y aif-/wr ^ ^oigS(^#^iT, Mit7± 

-/JS:^ (Ih) : 




f 5 ^ i: tci !5 -^iS; (li) : 
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0 




O-C-R 



O 



II 



O 



*/c, -fk^i^ (ig) st>' (li) ^ ^ / -/L-/.? i:'(OSJc£:(cM^ 



o ^»Jx»i\ NO^TNF-a <Di§PJ^^;55|§i^j!gH t P> 

E /j: c M 1- 5 ^ *3 i t>' ^ g35 ^ i: U T W ffi T- $> 5 . 



O 




(Ij) 
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■r 5 r i: ;js X' ^ S . 

fct>iVN, ttc. mmm. ^^m. ^^m. mitm±m. umit 

^!gAI-*3V^T{i 1 0 {CO 0.01-^100 mg, iif * U < «*^]0.1~50 
mg, X y>01^L< ttmi. 0-^25 mgT*fe5o P 6*1 {cS^-f 5 

fi. m^ii-. ^^M(Dm^. -llS:6<J{c^A{c*3V^r « 1 0 {dot*?! 
0.001~50 mgSS. ^ b < (ii^0.01~25 mg, J; «? $f ^ L < «il^O 

.1-10 meum^:$^mmimzx t) s-^-rs ©^^^^ tv>. 
NF- K BPi*^* . NF- K BomBit izxoxmm^tix\^>^^B 

*fc, eSoi@PJ%^Sr$U$iJ-t5^«tt, IL-lJ^TNF-o 
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1^XhhZ.h1)^W^^^iriX\i^^ (Filion. M. C. and Phillips, N. C 
. (1997) Br. J. Pharmacol., 122, 551-557.; Tsao, P. W. , Suzuk 
i, T. , Totsuka, R. , Murata, T. , Takagi, T. , Ohmachi, Y. , Fuj 
iwara, H. , and Takata, I. (1997) Clin. Immunol. Immunopathol 
. (1997) 83, 173-178.; Cuzzocrea, S. , Zingarelli, B. , Hake, 
P., Salzman, A. L. and Szabo, C. Free Radic. Biol. Med. (1998 
) 24. 450-459 ) o 

^wm-^^mBKn^x^xu.. ^i^mmmmb\^x(o^^^ 

-t^Z-kti^X^^ (Y. ligo et al. , J. Immunol., (1991) 147, 4 
167) o 

^^x^m^x^tcWim'tyjvxmwi^n^-r^ziif^x^^ (k. nis 

hikawa et al. , J. Exp. Med. , (1994) 180, 95;K. Kawasaki et a 
1. , J. Immunol., (1992) 150, 1074) , $ e> J- , Hi # *l S 
m^UntVX(n>^^^. «aj;tlfGVH(Graft versus Host)?S-^#S 
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(Dm^^^^erji^mmx-m^^^nmi-^^ bA^v^ ^ (a. b. cosi 

mi et al, J. Immunol. , (1990) 142,2617;H. Isobe et al, Scienc 
e. (1992) 255, 1125) , 

js^ic, ^mmisi:xj^mmmt:mifx^^m^'^i^mm-t^f)K * 

#^^ji. 3-(^y v?/w;t:^-:^):/p^^y-^y 

3- :/ n ^- 7 3: y -yu (50 g, 0.289 mol)«rT-fe h ^ (500 ml)(i?§E 

Ml^. M7k^^^ ]) '> -i^ (80 g, 0. 580 minol)*5 X ^^t^ > 

(59 g, 0.345 aoi)^mi^^?Ls ^^mMi^^sm l^tZo Rft^m-^i^^ 

^M{l^'a-«^(45. 0 g, 0.171 mol, 59 %)^^#/Co 

^^^J2. 4-(^^^v^>>t^;t^->):/p ^^y-gy 

4- 7'o ^7 31 / -/U (100 g, 0.587 mol)i7± h ^(1100 rnDfC 
^»L, My^^m:^ V (159.53 g. 1.156 mmol)*3 J; t;:*^^^ 
l^i^jU (103.78 g, 0.607 mol)Sr|ii^;!JDx.. 3B# ^Jpf^ii jj^ Lfc. 

^li^b^ij(120.76 g, 0.459 mol, 79 %)^#fco 

#^^J3. 2-(^ y v^yi^;^:3^i/):^ p ^^:^-gy 

2-:/p^73i/-A (50.0 g, 0.289 mol)S:T-fe h l^iAOO ml)fC 
mML. MTi^^miJ V (79.89 g, 0.578 mmol)i6 ^ t^^it^ y 

i^ju (59.32 g. 0.347 mol) li 2^*P ^ , 3f^^1iJPfiS^!K Life, S^S 
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y ;i7 y/l'* 7 A ^ p -r h ^7 7 >f — (hexane:AcOEt=95:5) T*i|t®{ 

i^S-fb^iK/OO.O g, 0.114 mol, 40 %)S:#fco 
##^J4. l-(3.4.5.6-r h 7 h ^>^-2-pt ^/i^ 7 =:/U)-l-(3-^ 
y :^ 7 31 — ) 7^ ^ J ~ )V 

tKJ^Ts 3- (^y v?/U';t^i') 7' p ^'O'-^ :/(18.4 g, 0.070 m 
ol)i v^;^i/r^ A (1.87 g, 0.077 mol) fSft U / y - - 
/l'^^ (150 ml xh7k Ko77 l^Wm 3,4,5, 6-T h 7 7< 

h ^'y-l-^ f^yu^ y XT/i'T t K(14 g, 0.058 inol)(^M7Kx h 7 
b 7 7 >- (50 ml)?^^Sr?g5TUfc^. $ ^ (^2^rHimi^ t /to 

7.f- ('^:3r1^>' : ^^^^)V= 4:1) -ClItSSiL, ^S^k^^fe ( 
23.5 g, 0.055 mol, 95 %)^#fc„ 

^^ms. l-(3.4.5.6-r h 7 ^ h » ->-2-pt ^yu 7 31 ^ )-l-(4-^ 
:^v^/u;^^'>7 3i:^/l^)y ^ y — yw 

*/^T> 4- ('<>' v^yw;*-^ 5^) o :^(8.00 g, 0.030 m 

oDi: -7 v"> A (0.81 g, 0.033 mol) i^hmmvtc^ V = - 
/l^K^ (30 ml X h 7 t K 13 7 7 :^^?S) 3,4,5,6-r h 7 p< h 
=J^i/-2-p< ^yu^yXT/Ux k K(3.65g, 0.015 moDoMTkr h 7 
t Ko7^V (20 mD^^SrjST b/c^, $ ?> fC2^|feia# L 

tttliflK«r«afo:^*t7KT'i5fej^^, ItiiiLyto S J^J it ii L , it?e?Sr 
^m-r^^ tic^ !?#yS:3fi4^2^$r-> y :^ ^ jU y ^ n -7 V ^ y 
7^ - (^:arih;^:|^i?:c^yu=4 : 1) X'ltlii ^JS^k-a-^^ ( 
5.93 g, 0.014 mol, 92 %)$r#fc„ 

6 . l-(3.4.5.6-x h 7 ;>< ^ ^ v^-2-7t ^ yu 7 a = yu )-l-(2- 
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^ y V? ;l/ :t 7 J =^ 71/ ) p< $ J — )V 

7K?&T, 2- (^^^v^/U:^^'^) ^ n ^-^y-^y (11.50 g, 0.044 
moDt -^^^'^l^ A (1.16 g, 0.048 mol) A* ^ L y =^ 
-yH^^ (35 ml r h 7 t K o 7 7 i^^lK) tc, 3,4,5,6-r h 7 ^ 
h :J»r i/-2-;;t 5^/U'<yXr>'Ur t K(5.00g, 0.021 mol)(Dil7Kx h 
7tKci77y (30 nil)^?RSr?®TUfc^, $ P>{^2^PHim#Ufc 

Sr^ilg-f 5 r i i «9 %tz.n.^^%^'y 1^ '//^* 7 a o -r h 

77^ - (-^:5ff-y: i^M:3^f-yl-= 4 : 1) TfifillliL, ^jg^fc-g-ifel 

(8.80 g, 0.021 mol, 99 %)§r#fc. 
#^^J7. 3-(3.4.5.6-7^ h 7 p< h ^->-2-^ ^yw^ /l^ ) 7 3: 7 - 

Y ^) ^'T JV'yy V (8.33 g, 71.64 mmol) ^3 i tJ^TMSOTf (2.65 g, 
11.92 mmol)(Di^^bp« f-l/y^f^ (1000 ml){C, #%fJ4T*#/c^b 
B-*^ (25. 3 g, 59.67 mmol)(Oitt^bp< f^uy^^^JST ^fiT*l 
^W^i^tiTc. S;£:^««r7lcgfc. $fej!ftUfc^. ^iESr@*Lfco SISc 
(100 ml) *3 j; t)? ^ f- y (150 ml) {C^j^U. 5 
% Pd-C(3 z)<r>=!:-9 J - (50 ml){CiD;tfc^. TK^^iJftT 

T'^fi{iT16^F^il^$UyS:, Kl^^m^W^X. . L T # ^> 

tbfc^^S«rv^y:*^>'i^;!!77A^p-7 hi/77.f- ('>-^^^>' : ^W. 
j:.^jU = Z : 1 ) X^^mt, W.mit'^!^^ (18.4 g, 57. 9 mmol, 97 % 

^^ms. 4-(3.4.5.6-7- N 7 ;>< h dr->-2-^ v^/U)7 31 / - 

hyj^^^Uv/^y (0.99 g, 8.52 mmol)*3 i a'TMSOTf (0.31 g, 

1.39 mmol) (omt/ f-uy mm (80mi){c:, ^nm^x^'^tci^'^m 
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(3.00 g, 7.08 mmolXomit/ ^l^ym^ilO ml)$rMTb> 
aic*:t^/-/I^ (50 ml) iZ^MV. 5% Pd-C(500 ing)©a:^ y 

-^\^mmm (250 mi)(c:;!jD;t/c:m. ^mumTx^M^^izxiev^mm 

Iffijglt. (1.96 g, 6.15 mmol. 87 %)^ntz, 

##^J9. 2-(3.4.5.6-7^ K 7 y S 'f-jV^V'J x. / - 

h y 7 V (2.95 g, 25.43 mmol) i t>'TMSOTf (0.94 g, 

4.23 mmol) (DMit;^ f- U (ISOrnDtd, ^^mexmrzit"^ 

m (9.00 g, 21.23 mmol)<Oig^k^ ^U'>'^^(130 mD^jHTb, 
^M"Cmi^iSj^U/c« SfS^KSr;k»c. Ife^ftuytm. 
fc. aScSr^c ^ y (50 ml) 5% Pd-C(l. 5 g)03i ^ 

/-/wjiS?^ (350 ml)}cj5Px:>c^. TK^^sftT-C'^fitiXie^r^ 

^jV-fj 7A^n-rN^77>r - ('^^^f-y: |^Kji^/U= 4 : 1 ) 
-C'ltlSiL. ^M^k^i^ (5.67 g, 17.83 mmol, 84 
^^miO. 4-(3.4.5.6-7" h 7 ^ h ^'>-2-^ ^yu^y v>yU)-2-b K 
p ^'>^yXT>>W7^ t K(A);R0^6-(3.4.5.6-r N 7 ^ h =^->-2-y 
^ yi^ ^ ;u ) -2- b K p ^ -> ^ >^ X T ;u X b K (B) 

3-(3,4,5,6--r h 7 p< K ^i/-2-;< ^/U'< > i^/u ) 7 / -/u (11. 
17 g, 35.13 mmoDidXXJ^^^t / '^uyT h 7 ^ y (6.39 g, 0.0 
46 moDSr h ]) y^U:trx^m (100 ml){C^« 80\: 4 ^KllDjRi 
^i^LfCo SfJi^^T^. LX#fc^i (CtK (100 ml)$r 

M^x 3 o^r^mwL. ^it/^i^yxmmi^ft, ttm^^ll7K^fe. 

Ifclfttfc^. ^ig^W*L, #P>nfca« *y/l^*7 n 
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A (3.35 g, 9.68 mmol, 28 %)*JJ;05B (2.03 g. 18 %) 

^nmn. 5-(3.4.5.6-x h 7 > S ^ '>-2-^ ^^U^ :^ v?;W)-2-b K 

4-(3,4,5,6-7" N 7 h dp i^-2->< ^/U'^ y i^^yw ) 7 a; y -/W (14. 
5 g, 45.60 mmol) *3J:t^'^^P•^^yf•^:/7'^7^:^ (8.30 g, 59. 
29 mmol) ^ 7 /W:^ c g^^dOO ml)(C^i^ L. 80 "C T' 4 ^fH 
%mmn\^1t, SlE&i^T^, tT^#fc«at{l7K(100 ml) 

. ^^tfcm. # bn/c^^S^ v- !) y/u:* 7 A ^ 

h y >< - : ^l^m^^^J^ = 4:1) -C'!»]SU. ^jg 

it'k^ (12.20 g, 35.26 mmol, 78 %) ^#fc. 
^#^J12. 3-(3.4.5.6-x K 7 ^ h -2- ^ ^/l^^ > v> )-2- t: K 
p ^ ^ y X T 7^ b K 

2-(3,4,5,6-7^ h 9 N i/-2-<?< y v?/w) 7 a y -/w (8.6 

4 g, 27.17 mmol) *5 i O''^ ^^f ^^ 7< ^ W V 7^ h 7 5 V (5.00 g, 35. 
67 mmol) ^ V 7 71^ p ^ (100 mD^mM 80 T' 4 ^Pfl 
iPl^m^^tfCo S;t>i^T^s ^iiSrfS4UT#fcj^?S{C7K(100 ml) 
Sr*D;tT 30 ^Pfl«#t. ;^ ^ ^ T'tt W U ifc , ttmiK«7Ki5fe 

P V h i/7 7 ^ - (^^iJ- y : = 4:1) T'*f Mb. 

(2.50g, 7.23 mmol, 27 %) ^%tc^ 
m^mU. 4-(3.4.5.6-7^ K 7 >t K ^'>-2-y ^>>U^ y -:;>>i^)-2-^ ^ 

4-(3,4,5,6-T h 7;?< h :3rv/-2-;< ^ /U^ y /U)-2-h K ^r^^^ 
yXT/Wx t K (743 mg, 2. 14 mBol)SrT-fc h > (50 ml)fC^^ U 
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. *l7K^i?:^ h y A (593 mg, 4,30 mmol) i O^^^L^ > ( 
477 mg, 2.79 mmol)^M?itz'4k. Mm.X* 1 6 f^m^W Ltz , RJt^m 

^mi^U mg, 1.98 mmol, 93 %)^#^c„ 

^mmu. 6-(3.4.5.6-x h 7 ;>< "J- JV^V >J jv)-2-^> 

6-(3,4,5,6-r h 7 ^ h v'-2-^ ^/W^ y v?yu)-2- t K n ^i/^ 
yXT/Pr t K (187 mg, 0.54 mmoD^T-t h 1/ (20 mDfC^jSU 
. ^.i^^m.^ h y 1>A (149 mg, 1.08 mmol)*5it>':ft4l:'<y v^yw ( 
120 mg, 0.70 mmol)lr^IPx.fc^, T' 1 6 ^ P^^^^ L fCo SJCt:^^? 

{-^^^V .^^^^)V=Z : 1) T'itSU, ^Sfb 
^^{221 mg, 0.51 mmol, 94 %)*#feo 

#^^J 15. 5-(3.4.5.6-x h 7 ^ h ^->-2-^ ^yi^^ y >^/i^)-2-^ 

5-(3,4,5,6-X hy / h^i^-2-/ ^ v^/U )-2- 1 K ^ >"< 
yXT/WT^t K (0.100 g, 0.290 moDSrTir h V'dO ml)(C^^L 
. UTi^.^m-r h V ^ J>' (0.080 g, 0.579 amoDiS XXJ^^it^yi^Jl' 
(0.059 g, 0.347 mmol)ilriD;tfc^, 3l^rHliJ0l^iS«f£ U fc, Rft^l^ 

V^yy {--^^-^y : mm^'f-}^ =4:1) T-iitM :^M{b^ 

«fe (0.114 g, 0.261 mmol, 90 %) ^Utz, 

16. 3-(3.4.5.6-x N 7 > V ^ 1/ -2- :^ /V^-y ;v)-2-^ 

3-(3,4,5,6-r h 7 > h =^i^-2-^ /l^^ y i^yl- )-2- t Kn ^i/'-s 
i^XT/Wx t K (1.16 g, 3.35 moDSrT-fe h i^(5 ml){C^^U> 

55 



wo 02/076918 



PCT/JP02/03017 



MPi^^^Wti- h y A (1.02 g, 7.38 mmol)itS ^it^ y ;U (0. 

69 g, 4.02 mmoi)$:Ao;iifc^. zf^mM^mmLfco Rft^mirmm 

7^- {-^^^V : = 2:1) T')ft|!it> W^Mit^m (1. 

45 g, 3.32 mmol, 99 %) ^%fc^ 

mnmn. 5-(3.4.5.6-9^ K 7 y V '^jy^^yJA^)-2-:/^ h 

^ y X T 7=' t: K 
5-(3,4,5,6-x h 7 p< h =«rv^-2-p< ^ /U^ )-2- t ^^y-< 

VXTyUr t K (0. 500 g, 1.45 mnol) S:3i^y'-;K15 inl){;:^ 

TfcK^b-^- h y A (0.064 g. 1.59 mmol) . i^pt^yHSKSf ( 
0.200 g, 1.59 mmol) ^MlkM^. ^ifiT'12^r^f|# L /c, 

-rVifyy^- ('^^Sf f-y : g^^:n^yu = 4:1) T'iitiit, ^Mfb 
■a-tl (0.359 g, 0.998 mmol, 69 %) $r#fCo 

mnmi8. 5-(3.4.5.6-7" h 7 ^ h ^ >>-2-p< ^yu^ y v?/U)-2->r y 

5-(3,4,5,6-7^ h 7 ;^ h ^V-2-7< ^;i^'< V v^>'U)-2-t K n ^rS/^^ 
yXT^'I^xt K (0.500 g, 1.45 mmol) SrDMF (15 ml){C^j|?t. 
#S7Kj^i?* y ^7^. (0.359 g, 2.60 mmol) i tJ« ^ <b -< V^n f/W 
(0.320 g, 2.60 mmol) ^mikM^. 3^K*D I^SJfE U iTc, SJES^S'S' 

■^Yify-y A- (-^:^rf-y: S^^:ii5"/I<' = 4:1) T'ltM 
-g-«fe(0. 530 g, 1.37 mmol, 94 %) ^#fco 

Ilil^Jl. 4-(3.4.5.6-x h 7 y h :^'>-2-^ ^yt^^y >^7W)-2-^y 

4-(3,4,5,6-7" N 7 p< N =3rv'-2-^ ^/U'< i^yu )-2-'< y v^/i' :^ ^ 
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J^^yXTyWrt K (735 mg, 1.69 mmoDO T-fe h = h y /W^fK ( 
5 ml){c:, y h }) ^ (157 mg, 1.31 BiDoDTK^fS (2 

ml). mUmm-r h y a (795 mg. so %, 7.07 mmol)7k^^« (7 

ml)*5 iU'ig^^kTK^TK (0.5 ml, 30 %)^M^tc'^. ^UX^ 1 6 0 

mm\t. 10 % /^-r Ko-y->'W7T'i' h-t h v (Na2S2 04)7ic?gt?« 

i^(603 mg, 1.33 mmol, 79 %)5:#fco 

^mm2. 6-(3.4.5.6-x h 7 >t h ^'>-2-p< f- /l^^ y jU)-2-^ > 

6-(3,4,5,6-r h 7 ^ h ^ )V =y )V)-2-^V'^ )V ir ^ 

V'^^^XT/Wx t K (112 mg, 0. 26 mmol)© T-fe h = N y ( 
2.5 ml)(C. y yiJ-TKfll:^ h y A (24 mg, 0.20 mmol)7}c^^^e ( 
1 ml), h y A (123 mg, 80 %, 1.09 mmoDzK^^fi? (3 

.5 ml)*3 it/ig^^kTK^TK (0.08 ml, 30 %)^^Dx.fc^. ^Sl? 1 

, tttll^«tt, 10 % /N-Y K c -y-yi^^ T-r ^:^hy!:7A (Na2S2 04 )7K 

<b^^(106 mg, 0.23 mmol, 91 %)«r#ifco 

^]M5^J3. 5-(3.4.5.6-7^ h 7 ;>< h ^3;^ '>-2-y ^yU^ y v?>>W)-2-^ y 

5-(3,4,5,6-r h 7 h # v^-2-p< ^ v>>'W)-2-^ V '^jivir^ 

\/^vXr )Vf\L K (5.60 g, 0.0128 mol) O T h h y JV'^WL 
(30 ml) fi, 9 ^^-7K^:^ h y iJ' A (12.0 g, 0.100 mol) 7K^§ 
(10 ml), -^'^mm-r h y !>A (5.19 g. 0.0577 mol)7K^?K (30 
ml) iCKiag^^kTk^Tlc (1.701 ml, 30%) ^:!)Dx.fc^. ^iaT'5 
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it^^ (5.20 g, 0.0115iDol, 90 %) «r#yto 

MMMi. 3-(3.4.5.6-x h y / ^ jv^V 'J ;v)-2-^l^ 

3- (3,4,5,6-7- ^ V ^'y-l-^ "f- )V ^i/ )V)-2-^Vy jvir 
^y^yXr )V=f \L K (1.87 g, 4.28 mnol) (DT ^ V =- V ^) )V^WL 
(12 ml) {C, t) hm-ifS^n-f h y !J7 A (4. Olg, 33.42 mmol) tK^ 
m. (7 ml), ffi^^^-^- h y (1.74 g, 19.33 mmol) tK^^K (7 

ml) *5j;l>*ii^{b7K^7K (1.89 ml, 30%) ^M^tz^^^ ^St?5l^ 

(1.90 g, 4.20 mmol, 98 %) Sr#feo 

5. N-r4-(3.4.5.6-x h 7 h jv^VJ ;V)-2- 

4- (3,4,5,6-r V y :^ V ^ 5^-2- p< ^yu^ y v//u)-2-^ y v?/U:t =^ 

(173 mg, 0.3827 mmol) (Di^W: :^ ^ UVmW. (20 ml) 
(d, f^y v^:/ (56 mg, 0.6576 mmol)*> i U^l-x ^/u-3-(3-i^ ;^ 
^;VT ^ / tVU);& /WJJ? v?>r ^ K*S^:S(169 mg, 0. 8815 mmol) 

;u=2 : 1) T-lltSaU, «ljS'fk^i^(129 mg, 0.2485 mmol, 65 %) 
mmme. N-[5-(3.4.5.6-r h 7 ^ h ^i/-2-> ^/U^^ v?/P)-2-^ 
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5-(3,4,5.6-r h 7 / iv )V)-2-^V'^ )V 

(0.95 g, 2.10 nmol) ^ ^ 1/ (50 mDJC, 

(0.358 g, 4,20 mmol) *3 i tJ^l-x ^/W-3-(3-i;ai 
T ^ y y n kVw)* /I'xK v>W 5: K:^^:^ (1.21 g, 6.30 mmol) i^^D 

= 50:1) Tlt§!lt> mmWL'^m (1.02 g, 2.09 mmol, 99 %) 

ll]SS^J7. N-[5-(3.4.5.6-r h 7 y Y ^ -2- :^ =f- )V ^^y'^ 
y :i- ^ ^ y ^ ^i^] "Er ;v y ± v y 

5-(3,4,5,6-T h 7 ^ h ^'y-2-:^ 'f- )V ^y )\^)-2-^y 'y )V ir ^ 
v'^S^^ (1.17 g, 2.59 mmol) © iS-fk ^ U (80 ml){C, 

^>'l'7;*-yv (0.451 g, 5. 17 mmol) *5 i t>*l-3i ^/l'-3-(3-v'3^^ 
;i/T 5 y tVi^ ) * V? ^ KiSi^ig (1.49 g, 7.76 mmol) 

= 50:l)-C-*»$!{ ^M^b-&4^ (1.27 g, 2.59 mmol, 99 %) ^ 

^M^'J8. N-[5-(3.4.5.6-x h 7 y N ^ ->-2- ^ ^ y v^yW )-2- 

5-(3,4,5,6--r h 7 p< h =3f *>-2-;^ ^yU'< y i^^/W )-2-'< y ^ 
^y^S#^ (0.460 g, 1.02 mmol) <r>i^\^ :^ 'f- V y^Wi. (40ml) {I 
. p-y h =^r v/T= !) y (0. 250 g, 2.03 mmol), N U :^'f-;vr % y 
(0.206 g, 2.03 mmol) *5 i UJ:^<b2-i5' n n-l,3-v?p< ^yU-C ^ ^ 
i/y-i^A (0.344 g, 2.03 mmol) $:J!)Pk., ^ST*12^^^i«^ Ufc 

59 



wo 02/076918 



PCT/JP02/03017 



ifyy^- (g^^3if^/w : ^^-fy = 1:2) "CiltiS! ai-r/wfc 
-CS?^a?r^fV^^M<b -8-^^(0. 211 g, 0.379 mmol, 37 %) ^mtCo 
mmms. 4-(3.4.5.6-x h y :^ h dr->-2-^ ^/W^ V )-2- K 

4- (3,4,5,6-x V y pi ^/w^ y i^/u )-2-^ v?/i';^- 
'y^M^^Wt (150 mg, 0.3554 mmol)0:n ^ y -yl/ (10 m 1) *5 ct t>' 

(10 ml)(Dm^mmK. 10 % Pd-C (50 mg)S:*Dx.. tK^ 

mmvtc'i^. vT'^feif f 5 i t (c i t) ^lE^k-a-^ (97 

mg, 0.2679 mmol, 75 

llJSS^yiO. 5-(3.4.5.6-x h 7 y h ^i/-2-/ '^/U^yi^/U)-2-\i K 

5- (3,4,5,6-x N 7 ^ h ^ v'-2-^ ^;i''< y )-2-^ y i^/W;*-^ 

(159.53 g, 1.156 mmol) (20 ml) \zm 

ML. 5% Pd-C (0.250 g) O:!^^ y -/vmm^ (3 ml) fCiO^fc^ 

m\.. #f>ix5a^Sr:i^-T-yw J: »9 S^^aSr^f i^Mit^i^ (0. 
630 g, 1.74 mmol, 79 %) 

mmmn. 3-(3.4.5.6-r h 7 ;>< h ^ '>-2-^ ^/W^y >?>>w)-2-b K 

3-(3,4,5,6-r h 7 p< h=5E^i/-2-^ f^/i/'< y v^^'W )-2-'< y t?>'i' ^ 
i^^B^Wt (0.52 g, 1.15 mmol) Sr3i^y-/u (10 ml) {c^^b 
, 5% Pd-C (0.15 g) <D3i^ y -/i^mH^i^ (3 ml) {c:iiDx.yt^. 7k 
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yl-A : ^ ^ J -JV = 9:1) T-i|tSl mUVC^m (0.41 g, 1.13 m 
nol, 98 %) Sr#/c, 

^mm2. 4-(3.4.5.6-r S 7 ^ V^i/-2-:^ ^ jv^V'J )\^)-2-r 

4- (3,4,5,6-r h7/ h ^^^-2-;^ ^/w^ y )-2- b K dpv^ 
^B^m (97 mg, 0.2679 mmol) StMtK t^^ (20 mDiZ^ML. 2 

(5% ^ y -/i--*lfbp« ^ v-y) X'MM-rs 

fiiO, ^J®{k^1^ (65 mg, 0.1608 mmol, 60 %)Sr#/j:, 
Ilife^l3. 5-(3.4.5.6-7^ K 7 j?< h ^ -2- ^ J\^^ y ;V)-2-7 ± 

5- (3,4,5,6-T h 7 p< h =^ $/-2-p< ^ y ) -2- 1. K n 

(1.30g, 3.59 mmol) SrMTKS^i? (5 ml) iZ^ML. 65 
(::T3i^P^liiOfi1»I^Lfeo J^^, SJ«:^Kf::* (20 ml) ^rjOo^^tfiT- 

-^YifyVA- (^no*;WA:p<^y-;l/ =10:1) t?iltS!i 
mU\\L'^m (0.99 g, 2.45 mmol, 68 %) 

HM^JU. 3-(3.4.5.6-T h 7 ^ V^'y-2-:^ ^ iv^y^ -2-7 

3-(3,4,5,6-7^ h 7 P< h =3p^>-2-^ ^/W'^y t^;w)-2-t Kn^fi/^ 
S#iS (0.288 g, 0.795 mmol) ^MtKS^®? (5 ml) {C^^L, 65 

t:{cT3^rflApfi^i«^ t yto sisiSfJiTK (20 ml) ^M7Lm.m, 

y ^yy - (^5'PP^^^/^A:p<;^'y-/^ = 9:l) -Ci^SSi 
^JS^b-g-i^ (0.245 g, 0.541 mmol, 68 %) ^#fc. 
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mmmiS. 5-(3.4.5.6-r h 7 ^ h v--2-^ ^yu^y v^7U)-2-b K 

5-(3,4.5,6-r h 7 P« h ^i^-2-;i ^;l^-<yi^j\^)-2-}i h'^^i^^ 
(0.800 g, 2.21 mmol) ^: / ^ / - )V (4 ml). ^V^V (2 
8 ml) (Dii^^lSlw^fi? h y p< f-yl^^/ !) )V'^TV 9V (10 % 
^dr1^y^^^e) (0.303 g, 2.65 mmol) SriP^yt^. ^iatdTS^ 

o^hiJ^^^w" - (-^^i^^^: =3:1) T*i|tMU. 

(0.800 g, 2.13 mmol, 96 %) Sr#fco 
^J^^16. 5-(3.4.5.6-r N 7 h ^yu^ ^ v?/u)-2-;>< h 

5-(3.4,5,6-x h 7 7< h =5r v/-2-p< ^yU^ V v^yW)-2-;;< h 
XTyWx t K (0.409 g, 1. 14 mmol) (OT Y ^ V ^) /Uj^SK (10 ml 

) {c, «? ^g^-7K^:^ h y a (i.oe g, 8.86 mmoi) tK^?^ (s m 

1). h y A (0.460 g, 5.11 mmol) tK^?^ (7 ml) 4o 

it)^ii^<k7km7K (0.502 ml, 30%) Sr^DX-fe^. ^?fiT*5^r^^# 

. tSfp/^-r K a r-t-f h^^hy-i^A (NazSjO^ ) tK^jS^J J: 

y/w;^; 7i^^P^h^77^ - (^=3f^1hy: g^^a:^/w =2:1) X* 
iltSlL, ^Jl{b#«^ (0.260 g, 0.691 mmol, 61 «) ^S:#feo 
^ffi^Jl7. 5-(3.4.5.6-r h 7 y h '>-2-^ ^yw^ y v^/U)-2-W' y 

5-(3,4,5,6-7" h 7 p< h =^r v'-2-p< ^/W'^ y i^>'U)-2-< y T' p 7J< ^ 
$/^yXT/l^x t K (0.530 g, 1.37 mol) T -fe h h y /l^l^^K 
(5 ml) 9 Ay^ZlTK^-^- h y A (1.28 g, 10.65 mmol) tK^ 

IK (5 ml), m.^^^-f h y e^i^ (0.533g, 6.15 mmol) tK^?^? (7 

62 



wo 02/076918 



PCT/JP02/03017 



ml) *5 J:0^jgi?'fk7K^7k (0.18 ml, 30%) ^ADx:fc^> 

m^gr*. ^&^p/^'r Knf-/w7 7:^^ h■:^hy•>A (NazSzO^) tk^ 

•g-i^ (0.475 g, 1.18 mmol, 86 %) *#fCo 

II^^J18. 5-(3.4.5.6-r K 9 j>< h '>-2-^ '^yu^ y i^yu)-2-7 a 

5-(3,4,5,6-x h 7 ^ h '>-2-p< ^/W'<>i^yW)-2-t K p=Sri^^ 

(0.510 g, 1.18 mmol) (1 
2 ml) JC^^j? t. (0.215 g,1.18 mmol) , 7 

m (0.289 g, 2.37 mmol). ^ 1/ ^ a. 7 - ;^ 4A (0.300 g) , 
h ]} :x.^)Vr % y (0.299 g, 2.96 mmol). f U i; y (0.234 g, 2. 
96 mmol) SrM ISkiP ;t ^ . ^ jfi T'12lt U o SlS^K^^Mii 

7A^a-rhi5^77^ - (-N^^rif-^: g^^:t^/w = 3:1) 

5 r t (C J: «J ^a^b-g-*^ (0.220 g, 0.487mmol, 41%) ir^fCo 

^M^J19. 5-(3A.5,e-r- h y / h ^ ->-2-;>t f^yu^ y s^/u )-2-(3- 

5-(3,4.5,6-r h 7 h ^ -2- / 'f- /\^^ y i^^ JU)-2-t l^vx^ci^^ 
M-^fk^ '^J^^^T (0. 805 g, 2.14 mmol) ^l&itpt'f'Uy (5 
0 ml) (O.429 g, 2.36 mmol), 3-^ h :3r 7 i 

-yUdCnygf (0.651 g, 4.28 mmol). ^ U ^ y i/ - zf :^ 4A (0. 
500 g) . h y 3i^ypr ^ y (0. 541 g, 5.35 mmol), f U (0. 
423 g, 5.35 mmol) US AD ;t . ^U-X^UmmmW Ltc o R}t> 
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■)] 7 xi^ V ^ y y >(— {^^^y : i^^^i^/i^ = 4:1) 

r-«^Ml- -5 r i {Jl J; O^ljS^k^tl (0.200 g, 0.414 nmol, 19 %) 

^iiSgiJ20. 5-(3.4.5.6-x h 7 ^ V ^ -1- :^ ^ )V )V^-2-(.Z- 

5-(3,4,5,6-r N 7 p« N =¥e^-2->< ^/U'^ >?;w)-2- 1 Kc ^v^^ 
f'/v^^-ryw (0.194 g, 0.516 mmol) (r>^:y^v^WL\z. 

, 3-t° y ^ / -yl^ (0. 084 g, 0.774 mmol) > hyn-^^/W/iN 

>^ 7 ^ (0.156 g, 0.774 mmol) 43 j; t>*N,N,N' ,N' --r h 7 P< ^ 
r '/ ^ f- ^ K (0.133 g, 0.774 mmol) SriPx.. ^M-Trl 

2^r^^#u;fco scw«^2N TKiJib^ h y A7KJ§;iK (15 mi) 

(,^^^1^ : g^if^i^^U =2:3) "el^iit, (0.167 g, 

0.358 mmol, 69 %) <^ # o 

llife^J21. 5-(3.4.5.6-r S 7^ V^'y-1-:^^J\>'-<l/i^)\^)-2-U- 
f y v^yu> f^/i^;^^'>)^>i>#ig y^yU3i;^7^/u 
5-(3,4,5,6-x h 7 7« N :3r V/-2-/ ^/W^y v^;W)-2-t K<3drV^ 
^/^^^ 7^/^ (0.500 g, 1.33 mmol) (O^Vify^^^tC 

, 4-t' y y ^ ^ y - yi' (0.232 g, 2. 13 mmoi), h y n-::^f^/wjj% 

^ V (0.430 g, 2. 13 mmol) *3iO^N,N,N' ,N' -x h 7 ^ ^>'l' 
r ^/ 13 }Vif>^^^ ^ K (0.366 g, 2.13 mmol) ^1]^7L. ^S-ei2^ 
^a^^UfCo S;$:?K^2N i^mt-t h y AtK^?^ (15 ml) {ifctt 

*Lfco #btifcartSri/ y ^-/yw:* 7 n-r h ^9 - (-^ 

: i^if^i^^^i^ = 2:3) T'^tHtU. ^^M^b-g-^ (0.610 g, 1.3 
1 mmol, 98 %) <£:#fc, 
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mmm22. 5-(3.4.5.6-x h 7 ^ h ^ -2- :>t ^ jv)-2-(t- 
h ^ 1/ :^ 7^ /I' ;^ y ^/i/3i;^x7i^ 

5-(3,4,5,6-r h 7 / h^i^-2-/ ^ f\^)-2-\L K n df^v^^ 
^/l^^^X/P (1.09 g, 2. 53 mmol)^ T-fe h y (50 ml){C 
^fi? MtKj^^-^- h y a (0.420 g, 3.03 minol)*3 J; 0^ n ^ 
i^K-t-:/^/W (0.592 g, 3.03 mmoD^iD^fc^. 3J^ RI*P iliiSti 

;&7Ai^p-rh^77^ - (-^:3f1f^: i^^ai^/w = 2:1) -Ql^m. 

^S-fb-a-i^ (0.650 g, 1.33 mmol, 53 %) Sr#;fc, 
%mm2Z. 5-(3.4.5.6-r h 7 ^ h '>-2-> ^/t^^ :^ v?yu)-2-7 31 

5-(3,4,5,6-r h 7 ^ h =3f '>-2-p{ ^/W'< :/ i^/u)-2-7 J ^iy^ 
p« ^/P J^J^T/U (0.220 g, 0.487 mmol) S:l N NaOH tK^ 
?K (3 ml) iS^l/l,4-i^:t^-fy (5 ml) <^ jl-^ ?K ^fi? L . 

xn2mfi\mwLtc, s.itm^:yi^v^^L. m^mx^\^tLtz'4k. 

ai-xyuttm tfc, ttW?«{*7KJ5fe. $£<SLfc^. ^Ji^S^Lifc, a 
S y * y>'U* 7A^P-rh^77>f — ('^^f-VrS^iJ^^yU 
= 2:1) T'ltiiL. ^mit-^^ (0.210 g, 0.479 mmol, 98 %) $r # 

mmm2A. 5-(3.4.5.6-r h 7 y h ^i/-2-y e;/l/)-2-(3- 

5-(3,4,5.6-x h 7 y h :3r '>-2-p« ^ y v?/U )-2-(3-p' N ^ v' 
7 31 y ^•>)^S#i? (0.200 g. 0.414 mmol) Sri 

N NaOH TK^tS (3 ml) XUl A-i^ ^ ^ > (3 ml) om^^t^iZ. 

^S*LfCo j^at^:^-xyW3i^e>^ig^ ^S^k'&ife (0.190 g, 0 
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.408 mmol, 99 %) Sr^l'fc, 

mmmzs. 5-(3.4.5.6-r h 7 ^ h ^->-2-^ ^>>^/^^^v^;l^)-2-(3- 
5-(3,4,5,6-x h 7 ^ h ^ i/-2-/ ^/U^ y v'/U)-2-(3-k* ]) i^A 
^ f^yw^df ^^w^^x/w (0.165 g, 0.353 mmol) 

1 N NaOH Tk^m (3 ml) j8 J: t>* 1 , 4- i^ y (3 ml) ©jg-a-IR 

i^^^y : IIKi^/W = 2:3) T-mMU. SIJS<fc^«l«J (0.150 g, 
0.331 mmol. 88 %) ^r^t^to 
mmm26. 5-(3.4.5.6-r K 7 ;>< h '>-2-> ^/W^ y v?/U)-2-(4- 

5-(3.4,5,6-7' h 7 P< h =Sr i^-2-p< f'/W'^ y v?/W )-2-(4- If y -^^/W 
^/W^^ '>)^E#®?^ 5^/l'^^7^>'^ (0.600 g, 1.28 mmol) §rl 
N NaOH (3 ml) jo i 0^1 ,4- i?;** ^ 1f ^ (3 ml) (DW^mi^ 

tS^UfCo y 7 A ^ a ^ h 7 >r - ( 

^df^i^y : S^Ka^^;W = 1:2) T')|tMU. (0.500 g, 1 

.10 mmol, 86%) ^^^C, 

j|]|{6^!l27. N-[5-(3.4.5.6-x h 7 P< h ^ ->-2-p< ^/U^ y v^;U )-2- 

t K p ^ -y ^ y :/ 1 e ^ u y 
N-[5-(3,4,5,6-7" h 7 ;^ h ^i/-2-^ ^yW'< y /u)-2-^ y 

y iZ-r A] y y (1. 02 g, 2.09 mmol) ^ ^ y — ;u 
(50 ml) 5% Pd-C (0.200 g) (D ^ y - jUMmm (5 m 
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^Mit"^^ (0.760 g, 1.95 mmol, 93 %) Sr#fc, 

b K P =^ ^ ] ^ yl^ 7 'J V 

N-[5-(3,4,5.6-r h 7 > h v^-2-p< ^yU^ V v^/W )-2-'< > v'/l- 
;t^S/^:/'5/'1'>'W]^/W7;f U (1.27 g, 2.59 mmol) J — 

(50 ml) {C^^t, 5% Pd-C (0.200 g) (O :r. ^ j ^ ,v%m^ (5 

ml) (cinxL/t^, TK^^jftTT'^^a-eie^rpmi^^ tfc, 

> W^m\t^m (1.00 g, 2.49 mmol, 96 ft) ^r^ife, 

glM^!l29. N-r5-(3.4.5.6-x h 7 ^ V ^ -1- :^ ^ )V ^ V'y )V)-2-{ 

3- t:°i; >?/w^ ^/u;t4rv^)^>^/^yt^1t:'^u 

N-[5-(3,4,5.6-7^ h 7 p< h ^^"2-^ f^yU'^ V i;/W)-2-k K p =3p 
y^/H f ^ y ^^i/ (0.320 g. 0.746 mmol) (O^VtV^Wi 
(30 ml){C, 3-^ !) v':/^' ^ y -JV (0.102 g, 0.932 mmol), h !) 
7 = ;^ 7 y (O. 293 g, 1.12 mmoDiS i t>' v^^i^f'/WT :/ 
* /HK df^ - h (0. 195 g, 1.12 mmol) Sr^JD^. l^®T'12^P^IjK 
^$tfco 5i^^^^5^<^2N TK^^b:^ h y i> AtK^?^ (15 ml) {Jifett^ M. 

y : g^^:n^/u= 1.5:8.5) T-iltiiL. ^S^b^^fe (0.350 g. 0.67 
3 mmol, 90 %) lr#fCo 

gl:KS^30. N-f5-(3.4.5.6-x h 7 h =^ ->-2-pt v?;u)-2-( 

4- b' !) f-/P^:ar v/)^:/y>r /Ul hr^ !) V? >^ 
N-[5-(3,4,5,6-x h 7 ^ h =^ v^-2-^ f-/W'< > )-2- 1 K ^ ^ 

>>^> /-f /U] t'^ y V? :x (0.500 g, 1.17 mmol) (O^V^V^WL^ 
30 ml){C, 4- f !) y p« ^ / -/I^ (0. 254 g, 2. 33 mmol), h 7 3: 
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rl/^7}^ :^ 7 y (0.611 g, 2. 33 mmol) j3 J; O* ^ /'l^ T / ;(7 

xx^i/u-h (0.406 g, 2,33 mmol) irMx.. ^uvummmnv 

fc. S;S?«Sr2N tK^^I:-:;- h y AtK^?^ (15 ml) mit:^ 

^^:x.=f-)V = 1:5) T'iltMU. ^S-fb^^l^ (0.375 g, 0.721 mmol, 

62 %) S:#fCo 

^jfe^!l31. N-r5-(3.4.5.6-r h 7 h i/-2-^ ^/l^^ v^yW )-2-( 

3- b^ y v^/u;t=3pi/)^://>r /wi y >^ y 

N-[5-(3,4,5,6-f^ h 7 :^ h ^S/-2-p{ f^yw^ y i^;w)-2- 1 K c ^ 

(0.150 g, 0.350 mmol) $r :^ <k p« ^ U ^ 
(3.5 ml) fC^ft^L, St®S«B (0.064 g, 0.350 mmol). 3- If V v^' 
jvifsxi (0.114 g, 0.700 mmol). ^- U ^Sf a. 7 4A (0.1 

50 g) . h ]) ^f-zwr 5 y (0.088 g, 0.874 mmol). b' y y (0. 
069 g. 0.874 mmol) ^ II ^k:ftO X. ^ . ^ M 12Nf ^1 t » S 

y;&y/U;i;7A^n^h^77w' — (^oo^/WA:^?^/ — = 
9:1) T-)ltM-t--5 ^ i: J: . ^S^k^*^ (0.063 g. 0.125 mmol, 
36 %) ?r#fc„ 

•Um.mZ2. N-r5-(3.4.5.6-r S 7 ^ h ^ ->-2-^ ^/i-^ y -:;»/i^)-2-( 

4- fc' y ;a- ^ )^ y '/ ^ ] fc° ^ y > 

N-[5-(3,4.5,6-7" h 7 P« h v/-2-p{ ^/U^ y i;? )-2- fc K n ^ 
v/^y '/'T /W] f '^y (0.150 g, 0.350 mmol) 

(3.5 ml) I^i?^ (0.064 g, 0.350 mmol) . 4- fc° y 

/U^Xny®? (0.086 g, 0.700 mmol). ^U^3.7i/~'/^ 4A (0.1 
50 g) . h y a^f-/I^T 5 y (0.088 g, 0.874 mmol). f y y (0. 
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069 g, 0.874 mmol) $rli2k AP X. . ^ jfi 12^ ^ « U „ R 

9:1) Vmm-t^^ tiZX'O . mmit-^m (O.O55 g, 0.109 mmoI, 
31 %) «r#fco 

mmm33. N-r5-(3.4.5.6-7" h 7 p< f-;l^^yi?/l^)-2-( 

N-[5-(3,4,5.6-r h 7 p< h ^'>-2-p« y i^/u)-2- 1 K o =3f 

'y^y:/>(;V]\f^})'yy (0.200 g, 0. 465 mmol) 4: T -fe h y (30 m 
Dfc^^L. lS7K^i?-:»- h y l> A (0.077 g, 0.558 minol)*3 J; 0^ ^ 
o^S^^p<^/W (0.078 g, 0.512 mmoD^^JD;! fc^. Z^miMl^M 

/U;&7A^o^ht/77^ - (^^i^>': g^®?:cf^/i. = i:i) -cisjl 
ML. ^j^M^b-a-^fe (0.230 g, 0.459 mmol, 99 %) Sr#fco 
ll]SS^J34. N-r5-(3.4.5.6-x h 7 >t K ^ ->-2- f=-/u^ y y^/u )-2-( 

N-[5-(3,4,5,6-r h 7 p< h ^ /u^ y i? ;v)-2-\i K n ^ 

iX^^' /U] y y (0.200 g, 0.467 mmol) ^ T-fe h X30 m 
DiZ^ML. m7i<il^mi- h y •J'i^ (0.078 g, 0.561 maoDUXXJ^Zf 
o ^|^iS-t-yf-/U (0.109 g, 0.561 mmol)4:>!lP;tfc^, 3^^;!JP^ 

7A^ovh:/77>< - (^=¥1^>:S^K3if-/U = 2:l) X* 
(0.205 g. 0.378 mmol, 81 %) ^^fc, 
mmmSS. N-r5-(3.4.5.6-x h 7 ^ h ^i^-2-;^ 'f-j\^^yi^/U)-2-( 
3- b' U ;u ^yu :t =^ )^ y ^ 1 ^ /l^ 7 ;^ ]) y 

N-[5-(3,4,5,6-x h 7 p« h ^y-2-;i ^ /]^ -< y jl^ ) -2- h ^ 
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i^^y jv]^/uy :t ]) y (0.210 g, 0.487 mmol) (D^y^^m 
miZ., %-\f^)'^y:^¥J-)\^ (0.080 g, 0.731 mmol), h U 7 a; 
z^)\,iir^7.y V (0.192 g, 0.731 mmol) *5 J; ^ T 

jV-its^i/V-Y (0.127 g, 0.731 mmol) ^t^TL. ^tfi-ei2^^^ 
^X.'tL, Sf&?KS:2N TK^^k^h h y l> ATK^rK (15 ml) {z:fe{t> M. 

y : = 1.5:8.5) T'JltMt, ^^S^k-a-^ (0.195 g. 0.3 

74 mmol, 77 %) 

^]!fe#J36. N-r5-(3.4.5.6-r h 7 h '>-2-pt ^/i^^ y )-2-( 
4- fc° y ;< f - /l^ ^ ^ ) ^ ^ /l^ ] ^ 7 ;f U ^ 

N-[5-(3.4,5,6-x h 7 h ^ jv)-2-\l K c ^ 

y/^ y y (0. 500 g, 1.16 mmol) (T>^V'^V^ 
WlKs 4-t'y :^ 9 (0.253 g, 2.32 mmol), h y 7a = 

/i^ y?. 7 (0. 609 g, 2. 32 mmol) *5 j; ^ T / 7j< 

dri/U-h (0.404 g, 2.32 mmol) «r*D;t, ^M-C12Nf FhI^^^ b 

. SfS^R^2N Tki^^b-t h y ^ ^sifF.mwL (15 mu tcfctt. ^^lt' ^ 

S^xf^/W = 1:5) -CiltSliL. ^gUg^k-e-i^ (0.380 g. 0.728 mmol, 6 
3 %) Sr#3to 

^]!ife^J37. N-r5-(3.4.5.6-x h 7 p< h ^ ->-2-p< f-yu^ ^ )-2-( 
3-fc° y i^yi^:^ ^ ->)^y )V\=^)vy :t \) > 
N-[5-(3,4,5,6--r h 7 p< h ^ v'-2-p« /\^^ y ju)-2-\i K f ^ 
i/^ /I'l^/U^ y y (O. lOOg. 0.232 mmol) $rit{bp<f-W' 
y (2.5 ml) {;i^»U. g^gSiS^ (0.042 g, 0.232 mmol), 3- If y 
i^/l^T^ny^ (0.076 g, 0.464 mmol), — -Z:^ 4A (0 
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.100 g) , V ]) Jif-/wr ^ y (0.059 g, O. 580 mmol). \^ }} y ( 
0.046 g. 0.580 mmol) SrliJfeJD X. Ac^ . ^ffiT'12^Pfl0|# t fc, 

= 9:1) T'J|tS!{L. ^S^k^iKj (0.050 g, 0.0984 mmol, 42 %) ^ 

mmm38. N-r5-(3.4.5.6-x h 7 ^ h ^->-2-^ f-/l^^yv?/l^)-2-( 

N-[5-(3,4,5.6-r h ^ p« h :3f'>-2-p« ^/U^ V i^/U)-2-k K f 
v"< V ] ^ /l^ 7 y :x (0. ISOg, 0.348 mmol) 

y (3.5 ml) fC^^U. $l^m.m (0.070 g, 0.383 mmol). 4- f y 
v^;UjJfn:^g| (0. 086 g, 0.696 mmol). ^ U ^ y i/ — 7, 4A(0 
.150 g) . h y 31 ^/WT ^ y (0.088 g, 0. 870 mmol), fcT y y ( 
0.069 g, 0.870 mmol) $r /IR ?k AO ^ ^ , ^i&T-120#Pflii^ L fCo 

v'y:j{;y/i':^;7A:J'o^hi/77^ — n n ;v J>. :^ 9 y — jV 
= 9:1) -CJltiliU. mmit^a^O (0.052 g, 0.102 mmol. 29 %) ^ 

mmm39. N-[5-(3.4.5.6-r h 7 h ^ / ^ /l^^ > /V)-2-( 

y V ^ ^y)j ^ )V y ^ )v ir ^ 'y^^y ^/ ^ )V y }) y 

N-[5-(3,4,5.6-x h 7 p< h ^ /U ^ y /U)-2-i: h* ^ ^ 

y^y:/y( A^]^/uy ^ y y (0.200 g, 0.465 mmol)4rT-fe h ^^(30 

mDlzmm^. MA^^m-t H y (O.O77 g, 0.558 mmol)*5j:t>- 

y n ^l^ggpt f-yw (0.078 g, 0.512 mmol ) ^ ;!JP ;t ^ , Sl^mMWt 
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i^Mb. mmit-^i^ (0.230 g, 0.398 mmol, 86 %) S:^#fco 
mmmAO. N-[5-(3.4.5.6-x h ^ ^ h dr'>-2-pt Vv^/W)-2-( 

N-[5-(3,4,5,6-x h 7 p« h i/-2-^ f-/W'<i^>:;?;u)-2-b K ^ 
v'^y/'</W]*/W7;*- y y (0.200 g, 0.465 mmol) T ir h V (30 
mDizmmV. m^^mmi- h ]) (O.O?? g. O.SSS mmoDiS J:0« 

7' P ^i^i?-t-:^f->'V' (0.109 g. 0.558 mol)i:MK.tc'^. 3f^mM 

iJ ^)Vi3 7A^o^h^77>f - ('^=aff-i/:g^g^jtf-A' = 2:1) 
■^rffiiiL. liSfb^tf (0.198 g, 0.363 mmol. 78 %) ^'^fc, 
j|jiSgiJ41. 4-(5.6--:>V h ^r->-3-^ ^j- A^-\A-^:y ^/ ^ J y-2-^/u 

4-(3,4,5.6-r h 7 p< h ^v^-2-^ ^/U'^ y t?/w)-2-^ y v?/!';^-^ 
(312 mg, 0.6902 mmol) ^ T -fe h = h y yl' (15 mDjoi 
t)57lc (5 ml)om^^^(-^«l ^iaT'SIKB-'fe y l> AT 
^•^A (WT. CANi: B&l5->-r5) (946 mg, 1.7262 mmol ) «r3!HI ;t ^ ^ 

W^SliTKtJfc. I£<it/b^. ^^i@*Lfc, as Sr^-x/^J5*P>S}g 
St. (187 mg, 0.4431 mmol, 64 %)Sr^lfj:o 

||jfeg'!l42. 6-(5.6->>' H ^ ->-3-^ ^yl^-1 .4-^ '/^ y >-2-^ 

6-(3,4,5,6-r h 7 p< h ^'>-2-p« f'/U'O v^/i')-2-^ ^ v'/U;^-^ 
i^^S*®? (106 mg. 0.2345 nmoD^T V =■ Y ^) )V (6 ml)*5j; 
tj^TK (2 ml)<^?S-a-^^t-^^ ^fiX'CAN (321 mg, 0.5857 mmo 
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T^/UA* fjfl^Mfa ^^mit^i^ (62 mg, 0.1469 mmol, 64 %)5r# 

^mmAZ. 5-(5.6-i^y h =ari/-3-j>t ^/U-1.4-^ / 
) p< ^ -2-^ ^ /l^ x^ ^ # ^ 

5-(3.4,5,6-r h 7 p< h ^v/-2-p« ^/W'< y >^/W)-2-'< y 
v^^S*®? (0.490 g, 1.08 mmol) SrT-fe h h ^ (15 ml) *5 
<ta-7K (3 ml) <^^i^^f^{C^j» ^Sr-CAN (1.48 g, 2.71 mm 
ol) i:1Xi^. m.m.Vlf^r^^m.WLtc, RJtm^T^X-^^L. 

ji^mmvfco mmm\-i:^m. ^rnvtz^^. mum^Ltz. i^mi::^ 

-X/W*^ f)SJ^S i^mit'^'^ (0.217 g. 0.514 mmol, 48 %) 

mmmu. 3-(5.6->^pt h »v^-3-^ ^yw-i.4-^y /^y y-2-^/v^ 

3- (3,4,5,6-r h 7 p« h 'f- ;i^)-2-^Vi> ;Viir it 
e/^S*^ (0.55 g, 1.21 mmol) V=^V )) /V (9 ml) 4b* J; 
t>*7K (3 ml) Oii-g'^tKt-^^ ^®T-CAN (1.67 g, 3.03 mmol 

T JV-b^hnU^\^. ^S^b^^l^ (0.250 g, 0.592 mmol, 49 %) ^ 
Ili!fe^j45. 4-(5.6->? p< h ^->-3-p< ^/U-1.4-^ 1/ :/ ^ ^ V-2-^ )V 

4- (3.4,5,6-x h 7 7< h =ar^>-2 -> i^yw)-2-r -fe h ^ v' 

(60 mg, 0.1485 mmol) ^ T "fe h = h y (15 ml)*3J:t>* 

* (5 ml)O^B-^?^{-^fi? ^t^T-CAN (203 mg, 0.3704 mmol) 
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nm^ ^-^ h ^yy ^ - (5% / ^ y -/u-^it/ f-wy) -cffiSi 

UMit-k^iSS mg, 0.1016 mmol, 68 %)4:#fCo 
ll]!fe^J46. 5-(5.6-v^7< h ^'>-3-;>t ^/l>--1.4-^^:/^y >^-2->r 71^ 

5-(3,4,5,6-x h 7 p« h v/-2-^ f- /P^ :/ v'/W )-2-T -fe h^i^^ 
J^^m (0.200 g, 0.495 mmol) i: T ± h =■ h V (9 ml) *5 it; 
tK (3 ml) (Om^mm^mML. ^ta-eCAN (0.678 g, 1.24 mmol) 

t. ^)S{b^«l^ (0.160 g, 0.425 mmol, 86 %) 

^mmA7. 3-(5.6-i^y h ^>>-3-pt f-/w-i.4-^>- y » y y-2-^ /l^ 

3- (3,4,5,6-x h ^ ;^ h ^¥5^-2-;^ ^/U^ y i^'/W )-2-r -fe h 

(0.300 g, 0.663 mmol) ^ T ± h =^ h ]) /I- (9 ml) *5 J; Ij^ 
tK (3 ml) <Dm'^mMi^mM\^. MUVCkH (O.909 g, 1.658 mmol 

mmLtc. ffttti^ttTKjjfc. ^mLtc'^. mm^^i^tco ^s^^- 

x/W;6^e)»i^SL. ^M^b^i^ (0.248 g, 0.662 mmol. 99 %) 
^jfe^J48. 4-(5.6-':?p{ h ^r->-3-pt ^/U-1.4-^y/:3e y y-2-^/U 

4- (5,6-i^p< h ^i^-3-y ^7U-1,4-^ y y y-2-^ /i/)p{ f^/W- 
2-T-fe h =^ri^^S§l^ (22 mg, 0.059 mmol) ifc^^y-yl- (2 ml) 

iLmML. ^m^^Tkmi- h y ^j^7\^mm (3 mu ^^jp;t/i:^^ 
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10:1) -CM® tfc^. :>^-■r/^(I:■CSMAS^^TV^, ^S^b^^i^ (1 
2 mg, 0.0361 mmol, 61 %) 5r^§fc, 

ll^#i|49. 5-(5.6-v^'p< h ->-3-p< ^/U-1.4-^y/^ y 

2-T-fe h v'^E^i? (0.150 g, 0.401 mmol) ;^ ^ y -/U (2 m 

1) mv^u^i\f^n-t Y ^j^Amm (3 mu ^m^it'^ 

. ^m-C3^IBJ!6^^ t/t, SfS*l7^s 7KT**«^L. g^m:n^/WT' 

= 10:1) T-:^fitfc^. ^ ~r T ff JgS ^tf , ^S^b^tJ 
(0.055 g, 0.166 mmol, 42 %) Sr^fc, 

HM^ilsG. 3-(5.6--:^y h ^ '>-3-y 5^/1^-1.4-^ y y y-2-^ 

3-(5,6-i^p< h ^t^-3-y 'f-A^-lA-^y/^y y-2— r yw)p' ^/u- 
2-T-fe h =^r (0. 036 g, 0.0963 mmol) ^ ^ ^ / - (2 

ml) \^mm\^s ^^]km7^mi- V ^ 2^ii^mm (2 mi) ^mK.tcWi 

. ^fiT-3^FHl1ti«^ tfco Sit?i^T^^ 7K-C#3if?U. g^^aif^/w-c 

= 9:1) -C)|t^ i^-r y tVl-:3^-7-/HC-CSSg^ ^tf V^, M 
mit^!^ (0.010 g, 0.0301 mmol, 31 %) ^r^lfCo 
^MgiJ51. 5-(5.6->?y h dr'>-3-pt ^/U-1.4-^:^ -/^ y y-2-></U 

)yf-/i^-2-y h ^ '>^M.mm 
5-(3,4,5,6-r h 7 y S ^iy-2-y f-/U'<>i^/w)-2-y h =¥'>^S 
(0.257 g, 0.684 mmol) T -fe h = h !) (9 ml) *5<J;t>'7K 
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(3 ml) OU-^^mi^mML. ^mt?CAN (0. 937 g, 1.71 mmol) ^ 
i^hn^^L. mmit^!^ (O.237 g. O.eSS mmol. 99 %) ^#fc 

o 

mmm52. 5-(5.6-v^^ h ^'>-3-;>t ^/i^-1.4-^>y^y y-2->ryW 

5-(3,4,5,6-r h 7 h =3r v'-2-p< ^/w^ y >'/u)-2-'f y ^ n 

(0.472 g, 1.17 mmol) i:T± h=^h ]} (9 ml) *5 i 
U^tK (3 ml) <^ii^|if?S{C^«? MUVCKH (1.60 g, 2.92 mmol 
) «rJP;t, ^iar-mPamj^^ Life, SC>?I^ ^7kT-#5^ 

ttffibifc, am?Ktt7Ki5fe. $fciiLyfc^, ^^s^g^ufco 

<blf Jgfi ^JS^k^^l^ (0.364 g, 0.972 mmol, 83 %) 

mmmSS. 5-(5.6-v?^ K ^iX-3-^ ^/W-1.4-^>^-/dr y y-2-^/U 

5-(3,4,5,6-r h 7 y h ^i^-2-y 'f- /U^y jU)-2-y a:. / ^'^^ 
(0.220 g, 0.502 mmol) ^r± h h y (12 ml)*3 
tK (4 ml) (Dm-^^miC^ML. ^MT'CAN (0.688 g. 1.26 mmol) 

tiltfco ttm?K«7Kj^. ffeiiiibyt^. ^«i?g*b;rc„ ^g^gr:^-^ 

jUt^hnt^^l-. ^mit^m (0.100 g, 0.245 mmol, 49 %) # 

mmm5A. 5-(5.6-$^y h ^'>-3-y ^>>t^-i.4-^vy#y y-2-^/w 
)y f^yv-2-(3-y h 3r'>7 X y Jpjy 

5-(3,4,5,6-r h 7 y h ^ i/'-2-y ^/W'^:^ v?/U)-2-(3-y h ^ -> 
7 I y =ap5/)^a§^(0. 194 g. 0.408 mmol) «rT-fe h - h y yK9 
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ml) fcJ:l>*7K (3 ml) (Dm-^m^i^^ML^ -CCANCO. 638 g. 

1.02mmol) SrJbPx., MM.X'lf^mmW Lft, *7lcT*#Jg^ 

SE^3i-^7^/U35>ibff5g^ mmit-^!^ (0.159 g, 0.365 mmol, 8 
9 %) l:#fCo 

^ifeg!l55. 5-(5.6-i?pt h :api/-3-;;t ^/W-1.4-^:>^ 

)pt ^/u-2-(3-l^ U f-/u;^^'>)^A#S? 
5-(3,4.5.6-r h 7 p< h ^v/-2-^ ^/i^^ >' >'/i^)-2-(3- f U v^/u 

p« ^/l':t=¥i/)^E#®? (0.100 g, 0.221 mmol) SrT-fe h h U 
(9 ml) *5i:Ul7K (3 ml) (Z> ?S -g- ^ ^ flp U . ^ffiT'CAN (0.303 
g, 0.552 mmol) $r*Px.> MMm^mWiWLtZo S f& ^ tK T :?^r 

^9 J-A^ = 1:2) T'l^MLyt^, - x /W** P> SMft L . ^JS^b 

-a-!^ (0.071 g, 0.168 mmol, 76 %) ilr#fCo 

HM^JSe. 5-(5.6-i;^pt V^'y-Z-:^^)V-\A-^V^/^ J 

)p< f">>w-2-(4-tf U >^/i^;>t f"/u;^^i>)^,i>#^ 

5-(3,4,5,6-x h 7 p< h ^ v'-2-/ f'/U^ y )-2-(4- f y !V 

;^ ^ 'y)^M.^^ (0.425 g, 0.938 mmol) T ir h = h y /^ 

(18 ml) 4oJ:0^'7K (6 ml) (OfSi^l^^i^i^M \^ . ^iaT'CAN (1.29 
g, 2.35 mmol) ^M^. ^mVl^mBW Lfc, S J^: ?g iSr tK X' # fl? 
^-xywtttiltfc, ttmiKJ47Ki5fc> ^jtSLyh^. ^^it§5fet;fc 

o aSEiSri^ y ^^JV^ vt-rh^yy-f - (^o o : / 9 / - 

/V = 9:1) T-miiLfc^, 3i-7^yl^3&^f>ff^a L, i^jS^b^Jl^ (0. 

376 g, 0. 868mmol, 93 %) ^^tz^ 

mmmsi. N-[4-(5.6-v^ ^ h ^U-3-/^jU-lA-^y:/^ / V-2- 
^ /u-2-^ /i^ :t ^ U ^ y :/ ^ /i^] H'^]) i^V 
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N-[4-(3,4,5,6-r h 7 p< h ^ )\^ )V)-2-^^y ^> )V 

t^iy^y:/^J^]\i'^Vi^y (129 mg, 0.2485 mmol) «r T "t h ^ 
hU/U (15 inl)*5;J:tJ57K (5 ml)<om'^mmi^^mL. ^®t?CAN ( 
341 mg, 0.6222 mmol)$r*D^. ^i&-e 1 NfFbI^J^ t ifc, SC^?^^7K 

g^i«aif-;l.= 2 : 1) VnmL. mmit^mi85 mg, 0.1738 mmol, 
70 %)^#ifco 

lljfe^J58. N-r4-(5.6->^;>< h =i- )V-\ A-'<W ^ J V -2- 

^ )V-2-^V \^ )V it ^ ^/ 4 yul U v 

4-(5,6-i^p« h ^'y-Z-i- ^/w-1.4-^ y y / y-2-'</V')pt ^/u- 
2-^y i;'/l':;^:ar -y^lx^M (60 mg, 0.1421 mmol)0|£^b p« 5^ U 

(10 ml)(;i, (19 mg, 0.2183 mmol)*5 i t>*l-3i 

^/U-3-(3-S>V f^yl^T 5 J -fxi \f)V)i3)Vif.^^^ ^ ^MMi^k^^ mg, 
0.2869 mmoD^iPx.. ^?&T-1 6 ^ ^ jt i^l^ L ife . S^S^S^^tKI- 

: @^^jif-yi.= 1:2) -(^mmL. ^^{1^-^2^(55 mg, 0.1120 mmo 
1, 79 %)^:mtZo 

59. N-[4-(5.6-':;^ ^ h ^^y-Z-;^ f- A-^V/ ^ J ^-2- 
^ /u);>t "f- )V-2-^l/ "i^ fV is- ^ 'jy V ^ /u]-4-;>t h ^^yy =■ U V 

4-(5,6-^:>;< h ^ v'-l,4-<y / y-2--r 5'/^-2-^:/ 
)\^ir^'y'k^^^ (60 mg, 0.1421 mmol)(Z>:^<l: p< ^ U (10 
ml){::. p-p< h ^'>T= i; y (26 mg, 0.2113 mmol), h ]) J^^/UT 
5 y (29 mg, 0.2871 mmol)*5 <}: 05:^<b2- o P-l,3-i^p< f-/U-r ^ 
^V^y^r^A (48 mg, 0.2840 mmol) ^*Dx.. ^fiT'S^^^^i^L 
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- i^^-fy : B^Kjcf-/W= 1:1) Tilt®! t. ^S^b^«fef(55 mg 
, 0.1143 mmol, 73 %)i:"^it^ 

Hjfe^iieo. N-[s-(5.e-i? ^ h ^ '>-3-^ ^/u-i.4-^>'/^ y y-2- 
6-i5,6-P/ V ^u-iA-^yy^^ y y-2-^ ju) /u-2-^y 

/U:^^ i/^E^g? (29 mg, 0.0687 mmolXomit ;^ \y y^m (3 m 

p-/ h^yr^-]) y (is mg. O. lOSe mmol). h i; Ji^/UT 
$y (15 mg, 0.1485 mmoDid Xt^Mit2-i^ n vx -l,3-i^ / ^ 
y / y A (24 mg, 0.1420 mmo 1) S: X. , 3 f^fSi^W L 

- (-vdE^^^y : g^iSJ:f-/W= 1:1) T-lfilSiL. S(S^l:^«^(20 mg 
, 0.0687 mmol, 55 %)^#fCo 

gljfeFiiei. N-r5-(5.6-v?^ h ^ y-3-^ ^j\^-iA-^yy^ y y-2- 

5-(5,6-i^;?< h ^i^-3-/ )V-\,/^-^y V ^ J y-2-^ ju)/ 
2-^yi//^:t^y^.%.^^ (0.050 g, 0.118 mmol) (D^it^^^U 
yl^Mi5 mUfC. t'^y i^:/ (O.O25 g, 0.296 mmol) *5j;l>'l-3: 
^/u-3-(3-v'if'/i/r 5 / T'p tfyw):j(;>'i/jKi;^-r 5 KilKife (0.068 
g, 0.355 mmol) •C?12NF U fc « S fS ^ ^ ^Ic tK fCl 

ttt>jvj>, : pt ^ / - /u = 10:1) ijiitM mm\t'^m (0.025 g, 

0.0511 mmol, 43 %) $r#yt, 

lljfe^J62. N-[5-(5.6-':^ y Y^y-3-:^^jy^-\A-^yV^ >^ y-2- 
^ jv) ^ f- ;\^-2-^y :ir ^ y ^y V ^ /v^ ^e/uy * ]) y 
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i^/U;^^ v/^Ef=i? (0.050 g, 0.118 mmol) <^ ifi-ft: p< 5^ U 
y^mi5 ml)iZ, mt:t^'fV/\^ (0.150 g, 1.18 mmol) «rAP^. 

y (0.036 g. 0.414 mmol) OTHF ^^^^^IBX.s ^ jfi T'SO^ PbI 81 

t'vhj/^^-f - (^^f-i^: = 1:1) x^nmi-. ^iS 

^b^4& (0.058 g. 0.117 mmol, 99 %) 

mmmeZ. N-r5-(5.6-v^>t h dr->-3-^ ^yl^-1.4-^y -/^ry ^^-2- 
yu) ^ f^/U-2-^ ^ ^ 1 -4- y h ^ ->T=^ U y 

5-(5,6-i?^ h ^'>-3-p« ^>'W-i,4-^y /^y :/-2--f yu)y ^yu- 
2-'<y S?>'U;^-=^r>'^S§m (0.065 g, 0.154 mmol) <D*gfl:ptf-U 
yl^miS al)iC. p-y h^i^r=^])y (0. 038 g. 0.308 mmol). h 
]) j^f-/ur \ y (0.031 g, 0.308 mmol)*5 X ^ xixx-\,Z- 

^ f-jV^ % }) (0.052 g, 0.308 mmol) StAPx.^ 

©^iE®^o^h^77xf~ (^drl^-y: g^i?:iif-/U = 1:2) T*!^ 
iSfU. aiS^b-^ife! (0.066 g, 0.125 mmol, 81 %) ^mt, 

mmm^^. N-r3-(5.6--:^y k ^i/-3-y f^/p-i.4-^y -/^^y y-2- 

^ ) y ^ y yi^ /^ ^ y y ^ /i^ ] U y 

3-(5,6-i^ p< h ^'>-3-y f-yu-l,4-'< y / / y-2--r yi^)y ^yw- 
2-'<y-:?yW:t^i^^S#S^ (0.095 g. 0.23 mmol) ©i^^by^l^y 
^?5^(10 ml)fr, If^y 'Jy (0.038 g, 0.45 mmol) ^S-tU^l-a:^ 
yu-3-(3-i?^f-yW7 5 y >^ p f yu ) ;& yu ^ V^m^ (0. 129 g 
, 0.68 mmol) ^Mtl. ^UX'\2m^^W\.tc, * tK fw 
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y : g^^ai^/W = 1:1) vmmL. HS^k^tl (0.060 g, 0.12 mm 

ol, 55 %) ^#fco 

2-^y (0.080 g, 0.19 mmol) (O ^{"C i- 'f- \y V 

^^K(10 mDd, y y (0.033 g, 0.38 mmol) ^JiO^l-J^ 

^yV'-3-(3-i^:t^/i'T ^ / T'o tVw):^7/nK':?-r ^ K^ll!«l (0.109 
g, 0.57 mmol) ^Mtl. ^ ® T' 12^ Pal $1^*^ L yc » K ?r * tK {C 

f-y : g^i^oif^yw = 1:1) -C?mi!it. ^S^b^^i^ (0.057 g. 0.12 
mmol, 61 %) ?:#fCo 

^jfe^J66. N-r3-(5.6-e;^^ h ^^>-3-:^ ^/i^-iA-^yy^^ y 1^-2- 
/\^):^ ^ ^ ^ y y ^ h ^i/r=- u 

3-(5,6-v' p« h ^ iX-3-^ f-/U-l,4-^ y^/^ J V-2-y{ /U)p< f-/^- 
2-^y v^yw;i-dr v'^E^^ (0.060 g, 0.14 mmol) (n>^\^:^ f-vy 
mWL{h ml)(C, p-^ VirVr=- y y (0,035 g, 0.28 mmol), h y 
Jt^/UT^y (0. 029 g, 0.28 mmol) *3 i t/:te'fk2-:i' p p -1 , 3-i>' 
^ ^ :/ y ^ 'i' A (0. 048 g, 0. 28 mmol) ^^TL. ^\^'Q\2 

- (^=^i^y: g^i?3:^/u = 1:1) T'iltSS} b 
, ^S^b^i^ (0.038 g, 0.072 mmol, 51 %) Sr#;fco 
l|jfe^J67. N-r4-(5.6-v^y h :^i/-3-^ ^/U-1 .4-^ ^ / y-2- 
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^i^^l>#^ (11 mg. 0.0294 mmol) (D^it ;^ mm (3 ml){;: 

. p-p« h ^i^r=- ]) y (4. 3mg, 0.0349 mmol). h ]) aif-yv-T ^ y 
(5.9 mg, 0.0584 mmol) *5 ^ l>']^<b2- tJ' n n-l,3-v?p< ^/l^^ ^ ^ / 
>Jr;[>A (9.9 mg, 0.0585 mmol)Sr*Dx.> ^MT' 6 K^i^ Ufc, 

^^^y : mm^^J^= 1:3) -ClfMU, ^JS^l;^!ffe(6 mg, 0.0 
125 mmol, 43 %)«r#:fe„ 

^|ffe^J68. N-r5-(5.6-v^p< h ^r->-3-pt ^/U-1.4-^:^ /^y >--2- 

5-(5,6-v?p< h ^ v'-3-;»< f^/w-1,4-^ y / y-2-'l' /w) p< ^/^- 
2-T -fe h '>^S#^(0. 040 g, 0.107 mmol) :^ 'f- y y^Wi 
(5 ml)fC, t°^y v^y (0.027 g, 0.321 mmol) to \- 3^ ^ /V -Z- 

(3-s^3if^/>T 5 y if/w)*/U7Ki>>r 5 Ym.nu (0.062 g, 0.3 

21 mmol) ^MtL. ^^-^U^^^W \.f^ o S JE& ?8t ^St tK JJl tt x 

Lifco # Pjnfc^^Sf^Slffl^l ^ o ^ h 7 ^ - (^5'^P/^^y^ 
A : = 10:1) T-J|tjg[L. ^JSft-g-iKj (0.008 g, 0.0181 

mmol. 17 %) Sr^yfc. 

lljfe^J69. N-[5-(5.6-v?pt h ^ v/-3-y ^/l^-1.4-^y'/:ary >>-2- 
W'/P);;< ^/U-2-T-fe h ^r->^y !) y 

5-(5,6-i^^ h ^ v'-3-7« f^/l'-l,4-'<V>'^ y y-2-^ /U)y 
2-T-fe h ^ ^X$,t#^(0. 048 g, 0.128 mmol) (OM-it :^ V ym^ 
(5 ml){C, ^-/l/^ ;i- y (0.034 g. 0.385 mmol) 
Z-iZ-i^ jL'f-A^r ^ / :f XI ;\^7fs^^>( % Y^^M. (0.074 g, 0 
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.385 mmol) 5r*nx., ^t^X^ummmW Lfto S/^?^ $r tKtK & tt 

/UJ^ : / ^ y = 10:1) X-nmi^. ^mit^!^ (O.Ol? g. 0.03 
83 mmol, 30 %) Sr#feo 

mmmiO. N-r5-(5.6-v»^ h ^->-3-y ^yw-1.4-^y-/^r / >-2- 

5-(5.6->^p< h ^i/-3-> f-yu-1.4-^>' y=5r / yW)p< ^7^- 

2-r-fe h^v/^S#^ (0.070 g, 0.187 mmol) (r>i^\^ 
?g(5 mDd, p-p< h VT= y ^ (0.046 g, 0.374 mmol), h !) 
^/UT ^ y (0.038 g, 0.374 mmol) *5 i t)^3S^k2-^ n n -1,3-i^^ 
^ ^ / y =- A (0.063 g, 0.374 mmol) ^ADx., ^i&"ei2 

ttJ^SfTKiJfeL, ^iitn:^. ^ii«*LyS:„ # P>ii/5:^i5S«r^Bjffl 
a-rh^77>< — (i^^oD : ^ ^ y -/U = 10:1) X 

iltiib^. ai--r/K^T#JfeS«rfTV^. ^^JS^b-^i^ (0.043 g, 0.0 
897 mmol, 48 %) Sr^fCo 

N-r3-(5.6-i^^ h ^'>-3-y ^/l^-1.4-^y-/^y y-2- 

3-(5,6->?^ h =f- )V-\,/^-^V V ^ J y-2-^/u)^ ^/u- 

2-T-fe h =^r S^^S#m(0.293 g. 0.783 mmol) <0^\Y, :^ ^ V l^'^Wi 
(30 ml){C, !) (0.133 g, 1.56 mmol) jo i r>*l-:x ^y^-3- 

(3- 3i ^ T ^ / T' n fc'/W ) ^ K 4^^:^ (0.448 g, 2.3 

4 mmol) «rAOx., ^ffl 12^ lajftj* U , S fS^K S: *7k tJl {t , 

\ ii 9 J -A' = 30:1) t'ltSStL, ^M^b^i^ (0.152 g, 0.345 mm 
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ol, 44 %) ^r#/2:. 

3-(5,6-i^;< S ^v/-3-p< ,4-'< y y / y-2— T /W)p< ^/W- 

h i/$l.#i?(0.380 g. 1.01 mmol) (D^t :^ VV^W.{ 
50 ml){^, ^Jl'yit))y (0.176 g, 2.02 mmol) *3 j; O^l-Ji ^yW- 
S-O-v^^i ^/UT ^ y o k*/W):* yU/lf v^-T ^ KJ^m:^ (0.581 g, 3 

.03 mmol) ^IXiTL. ^fi-ei2^^mf^ t yto S iSr tK tt . 

A : y ^ y -/U = 30:1) T'iftS} ^JS^b-a-«fe (0.175 g. 0.394 
mmol, 39 %) ^#/Co 

^mmiz. N-r3-(5.6-v^y h ^-y-s-y ^yi^-i.4-^y y^r/ y-2- 

3-(5,6-v'y h =^i/-3-y ^yu-l,4-'<y y :3r / y-2-'< /^)y f-zl'- 
2-T-fe h =3e^^^S#i?(0. 158 g, 0.422 mmol) <0^it ^ ^ \^ vmW, 
(20 ml){::, p-y h ^v^r = !) y (O. 104 g. 0.845 mmol), h y 
f^/UT^y (0.085 g. 0.845 mmol) *5 J; t>'J^^b2-^ n n -1 ,3->? y 
5^/1^^ ^ y y y =^ A (O. 143 g, 0. 845 mmoU ^IBtl. ^t&-C12 

tH^S:7Ki5feb, # biLfc^SSr^^Siffl 

^ V ^ y 7 -< ~ V ntsjVJ^ : y^/-/U = 30:1) 

0.066 g, 0.138 mmol, 33 %) $r#lfc„ 

g|ji^J74. N-r5-(5.6-v'y h :^-y-3-y 4-^ yy^ry y-2- 

>r yi^)y ^yu-2-t: K p ^ -y^ y y>r /i^l y i:^ y 
N-[5-(5,6-v'y h ^v'-3-y ^/i'-i,4-'< y y^ y y-2— r /u)y ^ 
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h =^ ^ / -Y ] h'^Vi^y (0.040 g, 0.0906 mmol) 
i:/ 9 (2 ml) {C^ft?t. I&?0^i6*^-^ h y l^A7k^?« 
(3 ml) $rADx.fem> ^fir-3I^Fil!«J1^ Ufeo Sf£:*^7^, TlcT'^f? 

/UA : ^ ^ J = 10:1) T-*SI!i L, «llg^b-&!|^ (0.025 g, 0.06 
26 mmol, 69 %) Sr^fCo 

%m.mi^. N-r5-(5.6-v?;< h =^:^-3-;< ^/U-1.4-^>^/:¥y :y-2- 
>r /w) :?< ^/W-2-b K P ^ -/W' /Ul '^fvy ± U y 

N-[5-(5,6-i?p< h #'V-3-^ ^/w-1.4-^y i/^r y y-2-f ;W)^ 5^ 
7U-2-T-fe h ^ v'^ y /U] ^/U7;^-y:^ (O. 045 g, 0.101 mmol 
) (2 ml) {C^^t. t&^q^gSTKm^ h y 1>A7K^?« 

(3 ml) Sr*n;t]fe^, ^taT*3^(BJ«i^ tnio RZ>m^%. 

ir^iVK :^ 9 J =10:1) T'iWiSi mMit^^ (0.020 g. 0. 
0498 mmol, 49 %) 

mMMYG. N-f5-(5.6--:^ p< h v/-3-p< 5^yU-1.4-^ y y ^ y >-2- 

N-[5-(5.6-v?^ h^i^-Z-:^ f-yu-l .4-'< y V'^e y y-2-r>'W)7< ^ 
/u-2-T-fc h V'^yiz-r /w]-4-^ h #'>r- y y (o. 073 g, 0.15 

2 mmol) ^ ^ ^ y -JU (2ml) {H^^ ?P 7K ^ h '> 

Tiam^ (3 ml) «:j!lD^fcm, ^UVZf^mmWVfCo Sf&iii^T^, 

^i-y : g^i?xf-/w = 1:1) x^m^i^itm. =^-7'J\^\^xn^^i: 

^TV^, ^JSfk'&i^ (0.043 g, 0.0983 mmol, 65 %) Sr#fco 

85 



wo 02/076918 



PCT/JP02/03017 



N-[3-(5.6-S^^ h :3r'>-3-p< ,4-^ y ^ / y-2-^/l/)p< f- 

)V-l-r'^y^'y^y^J-<)\^\ f^yv'y (0.050 g, 0.113 mmol) 

(3 ml) (Jl^^L. tlfP^^Tk^-t- h y 'J' A7K^?« ( 
3 ml) ^n7LtrL%.. ^?aT'3itW^# Uifeo SfSiS^T^, 7KT#f? 

: p< ^ /-/U = 9:1) T-i^ML, ^JS^k^!^ (0.017 g, 0.042 
6 mmol, 38%) Sr#yto 

^ffi^J78. N-r3-(5.6-i^ ^ h ^rv^-3-y ^/1^-1.4-^y -/^ry y-2- 
N- [3- (5, 6- h ^ '>-3-^ f^/l'-l,4-^ y y^a^ y y-2-^ ;u)^ ^ 

v ^-y^y V ^ j^] "t/i^y^Vy (o. oso g, 0.113 mmoi 

) sr7< / (3 ml) izmmi-. ^m^^Ti^mi- h y atk^?^ 

(3 ml) ^:M^tc^. ^UX'Smm^W \.fCo Sf&*l7^, 7kT?# 

: 7« iJ' y -/u = 9:1) T-ffiHi :^J@^k^«^ (0.022 g, 0.0 
542 mmol, 48 %) i:"^tZo 

mmm79. N-[3-(5.6-v>' y h ^ '>-3-;^ 5^/U-1.4-^ y '/:^/ y-2- 

^ /I/) y ^/u-2-b K p =^ -y ^ y /u]-4-y h ^'yr }} y 

N-[3-(5.6-v^p< h ^y-3-7< f-/u-i,4-'<y y y y-2-^/u)p« ^ 
/u-2-T-fe h ^'y'<y >^-^/w]-4-p< h ^-yr- !) y (o. 040 g, o.os 

34 mmol) / ^ / - (3 ml) {C^^ IS f P ^ tK ^ h y 

(3 ml) S:*D^fc^, ^fi-e3^ TbISI*^ U SJt£:#l-7^ 
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p a JJ^/^A : p< ^ y -/U = 30:1) T')»Sg (0.0 
25 g, 0.0528mmol, 69 %) «r#fc„ 

2-y h^e/^S#i? (0.055 g, 0.159 mmol) <D^it ;i U y^W. 
(5 mU^C. t'-<]) %/y (0.027 g, 0.318 mmol) *5 i 0^1-3^ 5^/^-3- 
(3- J? 3i T ^ / ^ o If )* /^ 5^ 5 Kigi?m (0.091 g. 0.4 
77 mmol) ^Mtl. ^fi-r-12NFWm# Ufc. S ?K $r tK t^l tt , 

) mmit-^m (O.OI75 g, 0.0423 mmol, 27 %) Sr#fc 

o 

^:6fe^J8i. N-r5-(5.6-v^y h ->-3-y ^yu-1.4-^ y/^y y-2- 

2-y h^i^^S#^ (0.050 g, 0.145 mmol) (DMit}<^l^ym 
m(5 ml){C, ^/l' 7 ;i- ]) y (0. 025 g, 0, 289 mmol) i O^l-Jif^ 
/U-3-(3-i;^xf^/WT ^ y T'n e/w);5;yujK';^-C 5 K:^®?^ (0.083 g 
, 0.434 mmol) «r*Dx:. "^12^ IBI L „ S IK «r 7k Ttc {c 

^/i^) vmmL. mmit^m (o. 033 g, 0.0794 mmoi, 55 %) 

llji^J82. N-r5-(5.6->^y K v/-3-> f-/U-1.4-^y-/:^y y-2- 
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2-^ h=¥i^^S#» (0.060 g, 0.173 mmol) p« U i^^ig 

(5 ml){C. p-p< h ^i^T= U y (0.043 g. 0.347 mmol), h y :t ^ 

/UT 5 y (0.035 g, 0.347 mmol) X.XJ^M.\\L2- ^ c n-l,3-v^^ ^ 
7W>r 5 ^J^V' y =^ ^> A (0.059 g, 0.347 mmol) ^rADx.. ^ia-C12l^ 

?«^7Ki5fet, ^'iitfc^. ^li?S*tfCo #b^xfc^jt$r^Slffl» 
liJ'P^i'hiJ^^^^- (g^^aif-yu) T'mlit, ^S^b^i^ (0.04 
4 g, 0.0975 mmol, 56 %) Sr^^io 

^mmSZ. N-r5-(5.6-v^^ V^i^-Z-:^'J-/^-\A-^ V^^^ / V-2- 

5-(5,6-i^^ h f^/w-l ,4-'< y / =Jr / >'-2-^yW)p< ^/i^- 

2-^ y JK=Sri/^S#lft (0. 066 g, 0. 176 mmol) (^ii'flSp'^W 
y^?R(5 ml){C, K'^y i^^' (0.030 g, 0.353 mmol) j3j;t>*l-3i 
^/U-S-O-v^^^/l'T 5 y r P tVU):3(7/U7K v>V 5 K:^^^ (0.101 
g, 0.529 mmol) Sr*PK.> ^ST'12^P58I^|2 t ifc. S f& I: * tK 

: = 1:6) T'i^lSit. W^Mit'^m (0.030 g, 0.068 

mmol, 39 %) 

#ISglJ84. N-[5-(5.6-v^y h ^->-3-;>< ^/U-1.4-^y /^y y-2- 

yu)y f-;w-2-^ y 7" p /j^:^ y ;j- y y 

5-(5,6-v'y h ^ v'-3-y f^/i^-1,4-^ :^ y =3r y '^-2-^ 7w)y 5^/1^- 

B-f y T'p :iK=3E^e^S5cS^m (0.065 g, 0.174 mmol) (D^t:^ 
y^^(5 ml)fl. y y (0.030 g, 0.348 mmol) :JoJ;rJ^l- 

:sL^jV-Z-{Z-'Ja:-^;vr ^ J :f ^ \f ;v)ii Y m.mM. (0.1 

00 g, 0.521 mmol) ^M^. T? 12^ F^fll^fi L Jfc » SJES^SttRtK 
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^f- y : g^^3i5"7u = 1:6) -^mm u^ mmit-k^ (0.026 g, 0.0 

586 mmol, 34 %) ^#;^Co 

5-(5,6-v^ p< h ^ ^/W-1,4-^ 7 ^ / y-2-'r /l')p< ^/V'- 

2-^ y y n (0. 117g, 0.313 mmol) (^li^bT^f^^ 

>^milO rnViZ, p-^ h^i^Tc^y (0.077 g, 0.626 mmol), 
h !) 3if-;l/T 5 y (0.063 g, 0.626 mmol) *3 J; t>'^^k2-^ o a -1, 

^ f^yl'^ 5 y y ^ (0. 106 g, 0. 626 mmol) ^Mx.. ^ 

fco mmm^:^mL. ^mi^tc^^. mmm^x^ito #e>nfe^aE«r 
^^mnmi^ ^-^ h ^9 y y( - s^^^i^^u = i:2) 

^mit-^!^ (0.095 g, 0.198 mmol, 63 %) ^^tc, 

mmmse. N-r5-(5.6-v^^ h ^'y-3-:< ^ju-iA-^yy^ y y-2- 

5-(5,6-v? ^ h ^ i/-3-^ ^yU-l,4--< y l/^ y y-2-Y /l^)^ ^/l^- 
2-7 I / (0.129 g, 0.317 mmol) <^:^ik^^uy^ 

?K(10 ml){c:, tr^yj?^ (0.054 g, 0.634 mmol) *5j;t)^l-3i^ 
yl/-3-(3-v'3:5"/ur 5 y n t*yi/);<7/i'jKv?-r 5 K:i:®?:^ (0. 182 g 
, 0.950 mmol) SrADx., M^X'12mmmW l^tc o SJ^?« ^tKtK 

y : g^i?3:5^/U = 1:1) T*)tt$!it, ^^M^b^^^ (0.060 g, 0.126 m 
mol, 40 %) lf#/Co 

mmm87. N-r5-(5.6->?y K ^r-y-S-^ ^>>u-i.4-^y-/^y y-2- 
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2-7 y :S^'>$,g,#^ (0.070 g, 0.172 mmol) (D^ityt'^Uy^ 
^^(5 ml)(C. ^Ji^y ^ ]} y (0. 030 g, 0. 343 mmol) j: tj^ l-:3i 5^ 
/u-S-O-v^J^f'/WT ^ y tVi/);*>'i'jKi?-r 5 K*S^:e (0.099 g 
, 0.515 mmol) ^;!JD^. ^f&VU^^flSimW \^ft, S I8t ^ * tK 

: = 10:1) T*i^$it, :^J®^k^<l^ (0.040 g, 0. 

0839 mmol, 49 %) «r#/to 

lljife^J88. N-r5-(5.6-^y h ^ '>-3-y ^yi^-1.4-^ y J y-2- 

5-(5,6-5^;^ h d(^i/-3-p< f-/U-l,4-^ y y </u)y f-zw- 
2-7 a: y (0.075 g, 0.184 mmol) (^^{k^f-U^^ 

?^(5 ml){C. p-y V^'yT=-^) y (0.045 g, 0.368 mmol), h y 
^/WT^y (0.037 g, 0.368 mmol) J; 0^:^jb2-:^^ o n -1 ,3- y 
^ y ^^'J' A (0.062 g, 0.368 mmol) Sr*Dx., ^?fl"t?12 

^Fslti^ti^Cc s^&fiKSrTkTktcfctt, :S^ky f- y-c-ttttj bfCo 

UM ^o^h^77>f- (^na A : y ^ y -/U = 9:1) 

Mb, mmit'km (0.040 g. 0.0780 mmoi, 42 %) ^%ito 

^mm%^. N-r5-(5.6-v>'y h ^'>-3-y ^/u-1.4-^ v/^ary y-2- 
yu)y ^yp-2-(3-y ^ =^->7 31 y ->)^ y tr^ u 

5-(5,6-v^y h ^ v'-3-y f-/i'-i.4-^ y/^ y y-2-^/w)y f/v- 

2-(3-y h ^ •>7 ic y :3r '>)^-&#^ (0.247 g, 0.564 mmol) (DM. 
{ky^Wy^?^(5 ml){C, \f^^)i/y (0. 096 g, 1.128 mmol) *5 
J;t>*l-j:f-/u-3-(3-i^3i^/i'T ^ y :/o kVu):!&/i'jJ< v^^-i' ^ K4S^ 
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m. (0.324 g, 1.692 mmol) ^M^. MiS.X'l2t^mW:W VtZo SfS 

^- (jJ'nnTjN/WA : p<^y-/l' = 10:1) -eMM U, nMit-^ll^!} 
(0.165 g, 0.327 mmol, 58 %) ^%tz. 

mmm90. N-[5-(5.6-':^^ y ^i^-S-y^ ^^i^-ia-^i^:/^ / y-2- 
w'/u)^ 5^yi^-2-(3-> h ^r'>7 J / )^ ywl "Er/uy ^ ]) y 
5-(5,6-i^^ h i^-Z-/ ^yu-1,4— < y y ^ y >-2-f /U)y ^/U- 
2-(3-p« h =3r I / =3pe/)^S#Sfe (0.250 g, 0.613 mmol) (DM 
-fkT* ^ l'>'^^K(50 ml){::. "ejl^y :t V y (0.106 g, 1.225 mmol) 
jSct l>'l-ni^/U-3-(3-v^3^^7WT 5 y :/n tVl');(;/U^' v^-r ^ h'M 
S^^g (0.352 g, 1.838 mmol) ^JDX., ^iaT-12l^r^SI# Ufc. S 

^ii?s*tfc„ mhtiitmm^^m^mm^ ^-r h^y 

7 ^ - (^ c o : y ^ y = 10:1) T-!^|i} ^JS-fk-g- 

(0.173 g, 0.341 mmol, 51 %) $r#fco 

lljte^J9i. N-r5-(5.6->^y h ^/}^-iA-^yy^^ / y-2- 

w yi>-)y f-;w-2-(3-y h 7 31 y ^ v-)^ y 7^ /w]-4-y h=^->T 

5-(5,6-v'y h =^'>-3-y ^;u-l,4-^>'/dr y >-2->r /u)y f-^w- 
2-(3-y h ^'>7 a: y '>)^S#®? (0.100 g, 0.228 mmol) O^. 

^ky f- uy^^Sdo mi){c. p-y h ^i/T = y y (0.056 g, 0.457 

mmol). hy^if-Zl'T^y (0.046 g, 0.457 mmol) IfS X t^^it2- -{^ 
p P -1,3-v'y ^/W^ ^ ^ :/ U - ^> A (0. 077 g. 0.457 mmol) Sr*D 
^?aT'12^FBl^# Lfc, S^£:?^^7k*{cfe{t. r^^ky^^i^r- 

n^i:^m^mm^ h ^yy i-^^-i-y : = 2 
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:3) X^mmV. ^mit^!^ (O.OSS g, 0. 107 mmol, 47 %) 

o 

N-[5-(3,4,5,6-7" h 7 ;^ h =5E^i^-2-p< f^yi'^ y v^/U)-2-(3- f ]) 
/U;^ f->'U;?|-^S/)^y /^Ty'V'] tr^ y £^ y (0.380 g, 0.731 mmol) 

i:r±h=-h])ji^ (12 ml) *3j;t>'7K (4 ml) (Dmi-^mmi^mM V 

, ^?flT'CAN (1.00 g. 1.83 mmol) ^Mk.. ^MX-mmWiW l-tl 

fern. mUm^Ltc. aiSSri^ y 7 A P -r h ^7 7 - 

(^5'^o;J^;^A:p<^5'/-;^=9:l) T-ffSi WiMit-^m (0.22 

2 g, 0.453 mmol, 62 %) Sr#fCo 

ll:6S^J93. N-r5-(5.6-v^^ h ^ ^ A-^ y :/ ^ y 1^-2- 

^ ju) 7^ f-j\^-2-i3-t° ]) y ;u ^ f- ;^ ^ -y ) ^ y y ^ 7U ] ^ ;u 7 y 
y. 

N-[5-(3,4,5,6-x hy / h ^i^-2-/ f^/u^ y v'yV')-2-(3- f y 
;v ^ ^jv^^i/)^y:/y( ;V]=^/vy ^ )} y (0.263 g, 0.506 mmol 
) ^T-fe h - h y yl' (12 mDiSiOJ* (4 ml) O^g-^^^^tC^^ L 
, ^mT'CAN (0.693 g. 1.26 mmol) ^SrJljPx.. ^iS T'll^ Fsl^i^ L 

(i^ p p 7l->/UA : :^ 9 J = 9:1) T'Mii ^^M^b'&i^ (0. 15 

3 g, 0. 311mmol, 61 %) Sr#fco 

lljfeglJ94. N-r5-(5.6-v^> Y^'y-Z-:^'f-jV-\A-^W^ y y-2- 
^/U)y ^yl/-2-(3-fc° y v^/l^^ ^/U;j-de-y)^y-/^yl/1-4-^ h -y 

T:=^ y y 

5-(5.6-v?p< h v'-3-p< f'/U-l,4-'<y y y-2-^ yu)p« f^/U- 
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2-(3-f y v^/U^ (0.135 g, 0.318 mmol) <r> 

^^>'^SK(20 ml){C. p-p< h di^S/T- y (0.078 g, 0.63 
9 mmol). h!Jx^;ur$:/ (0. 066 g, 0. 639 mmol) *5 i t>' :^ 2- 
^ n n -l,3-v=7< ^/I'-r ^ ^/ U =^ «> A (0. 108 g, 0. 639 mmol) ^ 

JV = 9:1) T-mHiU. x-r/i-iCTSJg^5rtf V^. ^Mit-^^ (0. 
040 g, 0.0756 mmol, 24 %) $r#fco 

Hjfe^JSS. N-[5-(5.6-v^'^ N :^->-3-^ 5^/U-1.4-^y/dr y V-2- 
^ /l^)^ 5^;U-2-(4-tf y ^ ^ ^ )^ y ^ /U] U y 

N-[5-(3,4,5,6-x h 7 ^ h dri^-2-p<f-/l"<y>'7U)-2-(4-fy 
yu^ ^/i^;*-^ v')'<:^i/'1' /u] f ^ y >' (0. 550 g, 1.06 mmol) Sr 
T-fe h ^ h y (15 ml) 4o <tt/7K (5 ml) O ^ (C t . 
^STCAN (1.45 g, 2.64 mmol) ^M^. ^^.X^imf^^W LfCo 

^ n n xJ^yUA : / ^ / -yU = 9:1) T*i|t|!{ U, ^Jg^b^i^ (0.320 
g. 0.652 mmol, 62 %) ^#fco 

mfefiflJ96. N-r5-(5.6--:^y h ^^i/-3-p< ^/l/-1.4-^ y -/^ry y-2- 

>r 7W) ^ ^yU-2-(4- e y v^yu ^ ^ )^ V y ^ yul ^/u 7 ;f y 

y. 

N-[5-(3.4,5,6-r h 7 ;^ h^i^-2-;i f- /v^ y ju)-2-U-t' y 
yup< f-yl/;*-^ '>)^ y/^r /Wl^yl^^ y y (0.460 g, 0.885 mmol) 
$rT-fe h ^ h y yu (15 ml) *5 itJ^TK (5 ml) om-^mi^izmM L 
, ^jfiT-CAN (1.21 g, 2.21 mmol) ^M^s ^UVlt^m^W L tc 

o S^£:^RSr7KT♦#f?L, 3i-xyuttmt;rc, m f« Ttc ife , t 
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D o d-x/l/A : / / -)V = 9:1) T-mili t> ^JS<k^4^ (0.27 
0 g, 0.548 mmol, 62 %) ^^fCo 

ll]!fe#J97. N-r5-(5.6->^ ^ h ^ .4-^ >^ ^ / y-2- 
^ JV)^ ^/W-2-(4-fc' y /^yl/1-4-^ h # 

'>-(4-t:*y v^/V'pt ^/W:?r-^ (0.135 g, 0.318 mmol) <0 

mt:^ f^l^y^lKdO ml){C, p-7< h dfi/T:= y y (0.078 g, 0.63 
9 mmol). V )) z^f- Jl^r ^ y (0. 066 g, 0.639 mmol) miXf-M.it2- 
n n -1,3-v^ ;< f'/l'-r ^ ^ / y ^ ^ A (0. 108 g, 0.639 mmol) ^ 

= 9:1) T-It|!}t, ^ - r T ff i^S , ;^jB^k^^ (0. 

054 g, 0.102 mmol, 32 %) ^#fCo 

mmms^. N-[5-(5.6-v^pt h ^-y-3-;< ^/u-i.4-^y'/^y y-2- 

•Y/l^)^ ^yU-2-(3-fc° y v>;U;^:ar y/)^ y -/^ yu] y y 

N-[5-(3,4,5,6-x h 7 ^ h v^-2-p< ^yv-^ y v?yU)-2-(3- f y 
/U;?J-:aE^'y)'<y /^yi'] y i?y (0.050 g, 0.099 mmol) SrT-fe 
h:=: h y /I/ (12 ml) *5 j:t>*;*C (4 ml) (^ii-^^^Kt^^fl? t . ^m. 
T'CAN (0.135 g, 0.247 mmol) ^iMx.. m.UX'mf^m^ \^fc ^ R 

^ P P 7J^/^-^ : ^ / -7U = 9:1) T-ffi|!i W^Mit^m (0.025 
g, 0.0525 mmol, 53 %) Sr^yt^ 

|gM^99. N-r5-(5.6-v^y K :¥-y-3-y f-/U-1.4-^y '/^/ y-2- 
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N-[5-(3,4,5,6-x h 7 ^ h ^'>-2-p« f^/U'O )-2-(3- f y 
y-Y y y (0. 022 g, 0. 0435 mmol) 
-Ir h h y (6 ml) *5 J;t/7K (2 ml) (7) ?I ^ ^ ^ {CI ^ t , 
TCAN (0.060 g, 0.109 mmol) %*P^, ^?£T-mFBl^i^ t ito S 
l«;?KSr7kt?^firf? t, /ujAttl L^, tti ^ tK gfe , Sfejlftt^^ 

iJ' a n iJx/UA : p« tJ' y -/U = 9:1) T'iltM ^M^b^^^ (0.012 
g, 0.0251 mmol, 58 %) Sr#fCo 

^]|feffllOO. N-r5-(5.6--:^^ V^'y-Z-:^'f-jv-\A-^^yV^ J \/- 
2-^ /l^)pt ^/W-2-(4-b:° y v^yw;t=ar y yu] y y 

N-[5-(3,4,5,6-x h 7 p< h ^i^-2-p< ^/U^ )-2-(4- f y v^' 

/W;*-^^/)^^ >'W'/l^] f y i^:^ (0.021 g, 0.0415 mmol) ^rT-fe 
h = h y /l^ (6 ml) *5 J;t>'7|c (2 ml) O -g- L . 
CAN (0.057 g, 0.104 mmol) ^1^^. ^^ST-mr^tli*^ tfc, SfS^ 
^S:7KT-#ig? t, :x-x/uttaiUfc„ ttl fi tK J5fc , l^jtHtyS:^. 

o o ;i)>/WA : ^ / -/l^ = 9:1) T'Mii t, MMit^^ (0.013 g, 
0.580 mmol, 66 %) ^^tc, 
^jfe^JlQl. N-r5-(5.6-$^;;t h ^ ->-3-:;t ^/V^-1.4-^ ^ /^r 7 y-2- 
>r ^/W-2-(4-b' y j/)^ > )/ ^ /\^] ^ 7 ± V > 

N-[5-(3,4,5,6-x h 9 ^ -2- ^ f-/P-< V v^yU )-2-(4- k° y 

e/)^ > /'C yl^] ^yl^ 7 y y (0.042 g, 0.0827 mmol) 
-fe h =1 h y (9 ml) *5it/7fc (3 ml) © ?S ^fi? L , 

T-CAN (0.113 g, 0.207 mmol) ^Mx.. MUVimmW:WLfc, S. 

95 



wo 02/076918 



PCT/JP02/03017 



-^^D-y : S^®?aif-yw : > ^ y -/I/ = 3:6:1) T'MSii mMit'k 
^ (0.025 g, 0.0523 mmol, 63 %) $r^§fco 

mW.mi02. N-[5-(5.6-i;?7< V ^-y-Z-:^ f-A^-lA-^y^^ / y-2- 

N-[5-(3,4,5,6-7^ Vy ^ V f-;W^y i?/u)-2-(;^ h 

^>'W:^^i')'<i^>'>r>'U]f (0.260 g, 0.520 
mmol) ^T-t h - h !) (12 ml) jo i U^tK (4 ml) (OiS^^?^{C 
^iaX-CAN (0.713 g, 1.30 mmol) ^Mt.. ^m-Ql^m^ 

7 7>r- ('^^1^^ : i^m^^/l' = 1:3) T*i|tli!b. ( 
0.180 g, 0.382 mmol, 73 %) $r^#fc, 

Ilife^JlOS. N-r5-(5.6-v^^ h :^->-3-7< f^/l^-1.4-^^^y^y y-2- 
^/l^)>t ^/U-2-(p< h ;<7 /l^ ^ ;>< '^/P;^^r ;/)^ V-/^ /l^]^ 

N-[5-(3,4,5,6-x h 7 P< h ^i^-2-p< ^/W'<y>:?/U)-2-(p< h =5r 
;^7/l^dfr:/l.^ ^/U;:^-:^?^^/)^^'/^^/!^]^/!^^;*- y (0.240 g, 0.4 
78 mmol) T -fe h h J) ;U (12 ml) *3 J;t>*7K (4 ml) O^-g-^jg 
\Z.mM\^. ^?fl-CCAN (0.655 g, 1.20 mmol) ^M^. ^®T?1^IBJ 

^77^ - (^^f-:<^: = 1:3) t?)|t$!i mUi^'^^ 

(0.180 g, 0.381 mmol, 80 %) Sr#fco 
mmmiQA. N-r5-(5.6-v^^ h ^->-3-^ ^/W-1.4-^> y y-2- 
■^/u)y f-yi/-2-(t-7' h^'>;(;yU}iK=./Up<^yU;j-dr->)^y-/^/U] 
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N-[5-(3.4,5,6-r h 7 h ^S^-2-p« ^/i"< y v>Vu )-2-(t-^ h ^ 
i^:iJjU:j^=:.A^/f-/V:t^i^)^yy^^jl^]\^^]}i^y (0.292 g, 0.5 
38 mmol) SrTir h h y (12 ml) iSitJ^* (4 ml) 0%^^^^ 
izmMV. ^UVCkN (0.737 g, 1.34 mmol) i:^^. MUX-mm 

^yy^ - i-^^-fyimm^^^i^ = 2:1) T'ffiMu, mMit^m 

(0.175 g, 0.341 mmol, 63 %) Sr#fc, 
m^miOS. N-f5-(5.6-S^ ;>< h ^ f-Jl'-lA-^y ^ ^ y-2- 

N-[5-(3,4.5,6-'r h 7 p< h ^i^-2-p« ''J )\y)-2-{x-':r h ^ 

/ f'/U:i-^i^)^yV^ Jl^]'t/\/7 yir ]) y (0.290 g, 0 
. 533 mmol) T -fe h - h !) (12 ml) *3 J;t>*7K (4 ml) (DM^m 
miZ}^Mi-. ^mr-CAN (0. 731 g, 1.33 mmol)^J!JD;t> ^UX'im 

h Vyy ^ - (-^dff->:g^^:xf-;u = 2:1) T'Iti} ^Mit^ 
m (0.170 g. 0.330 mmol, 62 %) 

jlife^JlOe. N-[5-(5.6-i;^y h dri/-3-^ ^/U-1.4-^y-/^y y-2- 
^/w)^ ^;U-2-T-fe h dp y>^-^ -3.4.5- h^'>T-y 

.si 

5-(5,6-':^^ h ^ 'y-Z-:^ f^/W-1,4-^ y / y-2— r /l')^ ^'^'U- 
2-r-fer h (0.200 g, 0.535 mmol) <^i[^b^f-yy^ 

^g^(20 ml){C, 3.4,5- h y ^ h ^i^T:=^ y y (0.216 g, 1.18 mmol) 
, h y 3if-7UT ^ y (0. 119 g, 1. 18 mmol) *3 J; t>'^fk2-^ n n -1 
,3-v^p< ^ ^ / y =• l> A (0, 199 g, 1. 18 mmol) $:*Px., ^ 
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^WlMMM ^n^h^77^ - (^nn;}>7UA : ^ / — ji' = 10: 
1) XmmL. mMit-^^ (0.109 g, 0.202 mmol, SS %) $r#;fe, 

j|jfe^Ji07. N-r5-(5.6--:^^ h ^i/-3-;^ =f-/u-iA-^y i/^ y y-2- 

2-T-fe h^iX^,&#®S (0.200 g, 0.535 mmol) <0 :te{b P< W > ^ 
jK(20 mDd, 3,4-i?;>< h =3r T = y (0.246 g, 1.604 mmol), 
h \) a^f-jvr X y (0.162 g, 1.604 mmol) *3 J: t>*:^{b2-^ n a-1, 
Z-^y :^ ^ y ^/ ^) (0.271 g. 1.604 mmol) $r*D^, ^ 

mT-12^rB^«^«^Uyto Si^^l^^rTKTKti&tt, ^^bp<^W>TtttBL 
ifeo ttttllKSrTKefcU, $£i!it^^, ^^ffl^tyS:, #e)nfc^aESr 

^^mmm ^ ^ ^ V ^ y y X - {-^^■ty.:^m^'f-;^ = \:2) t- 

S^Mt, ^^S^b^ife (0.110 g, 0.216 mmol, 40 %) $r # ^5: „ 
UmmiOS. N-[5-(5.6-v^pt V^'y-Z-:^ 'j-jv-iA-^y:/^ y y-2- 

5-(5,6-e;^p< h ^v^-s-^ ^yu-i,4-'<y y^/ i^-2-^/w)p< ^/u- 

2-r-fe h^iXS^S^i? (0.200 g, 0.535 mmol) <r> m.\\: :^ \^ y U 
m(.20 m\)\Z, A-T-^'f-Z^T =• ]} y (0.159 g. 1.18 mmol), V V ^ 
i'/l^T^y (0. 119 g, 1.18 mmol) *5 i t>'4l^k2-i5^ n p -1.3-C^ ^ 
^/W-r ^ ^ / y = l> -i* (0.199 g, 1.18 mmol) ^ADx., ^jfiT-12^ 

^^Ti^mL. gl^lL-tm, ^glfg^Uyto #P>nfc^gi«r4)-®fflSi 
l^o^h^77^ - (^onxh/UArpJ^y = 1:2) T-MU 

i^J@<b^2^ (0.160 g, 0.326 mmol, 61 %) $:#fco 
IIM^J109. N-r5-(5.6-v^>< h ^->-3-^ f-7U-1.4-^y y y-2- 
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5-(5,6-':^p< h ^'y-Z-;^ f- )V-\A-^y ^ J y-2-^ 'f-jv- 
h^i/$,t#^ (0.200 g, 0.535 mmol) OiS-fk > 5" W 
?^(2G ml){C, 4-i5^ o p T =^ y y (0.150 g, 1.18 mmol). h U ^ f- 
;ur^:/ (0. 119 g, 1.18 mmol) ^ i 0^*iljb2-^ p p -1,3-i? 7< 5^ 
/I/-r ^ ^^V' y = A (0. 199g, 1.18 mmol) ^IBtl. ^fiT-12l$F^ 

^p-7h^77-<- (^#f-y: g^gfx^/U = 1:2) T'^iSiU, 
mit"^!^ (0.115 g, 0. 238mmol, 44 %) ^mtZo 

Hjfe^niO. N-r5-(5.6-i^ ;< h =ir ->-3-^ f^/i--l .4-^ >• ^ / ^^-2- 

5-(5, 6- h ^-y-z-/ f-;i^-i,A-^yy^^ y y-2-^ ;\^)/ f^/u- 

2-r± h ^'y^M-^Wt (0. 200 g, 0.535 mmol) omty^'^uym 
^^{20 ml){w, A-^jUy :t ]) J T =- ]) y (0.286 g, 1.60 mmol), h 
]) i^yUT 5 y (0.162 g, 1.60 mmol) *; i t>'i^^b2- :^ a n-1,3- 
^ 1/ y = ^> A (0.271 g, 1.60 mmol) ^riOx., ^jfiT* 

^mm^ h ^yy >( - (-«^1^y : = 1:2) T'^tS 

tfc^, :t-7^/u{j: J; t> ffil$SSrfTV>. ^M-fb-e-^l^ (0.077 g, 0.1 
44 mmol, 27 %) ^ ^# )t „ 

ll:fe^iii. N-r5-(5.6-':^^ h ^'y-z-/ '^/^-lA-^y y y-2- 

5-(5,6-v^^ h =Sr v^-S-y ^ .A-^ y ^ / y-2-4 J^)/ ^/W- 
2-T-fe h^v^^S^^ (0.200 g. 0.535 mmol) (Dmit;<^yym 
fK(20 ml)};:, A-'yT y T =^ ]} y (0.189 g, 1.60 mmol), h y 
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f-zwr ^ V (0.162 g. 1.60 mmol) ^ X,n^\\L2- ^ ^ P-l,3-i^p< 
^yw-r ^ y !i = iJ' A (0.271 g. 1.60 mmol) SriDx., ^fit?12^ 

r^^TKgfet, ^liLfc^. ^i^^^tfco #f>ixfc^^l^^Sjffl^ 
g^a-rh^77^ - ('^^1^y: g^iJji^yU = 1:2) T'mHiSrff 
V^, !^J®^12#2|^ (0.141 g, 0.297 mmol, 56 %) Sr^^t, 
%1f^m\\2. N-r5-(5.6-':^;?< h ^i/-3-;;< f-/U-1.4-^y y-2- 
-Y yU)>< 5^/U-2-T-& h ^ y^ y /W]-4- h U 7 P ^yl/T 

5-(5,6-v^p< h ^/u-1,4-^ y :/-2->f' /w):?< f-v'W- 

2-T-fe h =3f (0. 200 g, 0.535 mmol) Oi£^bp<f"uy^ 

^(20 ml){;:, 4- h y 7/W;t o p« ^/WT^ y y (0.258 g, 1.60 mmo 
1). h y Ji^/WT ^ y (0.162 g, 1.60 mmol)*3 J:t;:S^k2-^ n n - 
1,3-':?P< ^/l^W 5 ^>^y A (0. 271 g, 1.60 mmol) ^^TL, ^ 

^^Sffl^S^o-^h^^^^^r - (--^iJ-y: S^^3:^/W =1:2) T' 
)»i!it. ^®^b-&2fe (0.123 g, 0.238 mmol, 44 %) 
H^fe^JllS. N-r5-(5.6-v^y h »->-3-y ^>>i^-1.4-^y y y- 
2-^>>w);;t f^;u-2-Tir h ^ y /^T ;w1-3.5-tf ;^ h y 7;u;j- p ;< 

^;vr=^ y y 

5-(5,6-i>V h =5f i/-3-y f-yw-l,4-'< y y y-2-Y ;u)y ^yw- 
2-T-fe h =^ ^y^S#®J (0.200 g, 0.535 mmol) OiS^by^^y^ 
fK(20 ml){;i, 3,5-t*;^ h y 7/U:^- o p( ^/ur = y y (0.368 g, 1. 
604mmol), hy^i^/UT^y (0. 162g, 1.604 mmol) *5j:l>*Jg<li 
2-^^' a o -1,3-v'y f-yl'-r ^ y y ^ A (0. 271 g, 1. 604 mmol) 
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= 1:2) x^mrnvtz'^k. =^-'r/\^izxnm^^n^^. mmit'^!\i!i ( 

0.196 g, 0.335 mmol, 63 %) $r#yto 

mmmiU. N-[5-(5.6-v^p< h :^->-3-pt f^7U-1.4-^y y-2- 

y. 

N-[5-(5,6-v?p< h dri^-3-^ f^/W-1,4-^ y i/^ y :/-2-'< yU) ^ 5^ 
/l'-2-T-fe h ^i^^yy^>( /H-3,4,5- h y p< h ^ '>T - y y (0. 100 
g, 0.185 mmol) «r^^y-/U (6 ml) K^ML. IP ^ K tK 

hy-^ATfc^?^ (3 ml) ^im^tc'^. ^m.xzmmmnLtc, Rjt^ 

i^^-fy : mm^^^\^ = 1:2) T-)|*MLfe^, 3i--r/KcT 
SJ^SSr^fv^, ^JS'fb-a-^^ (0.050 g. 0.101 mmol, 55 %) 

o 

^M0IJ115. N-[5-(5.6-v^ ^ h ^i^-Z-:^ f-A^-lA-^y / 
2->r yl-)^ 5^/i^-2-fc K p ^ y /t^]-3.4-v^' y h^i^r=-V> 
N-[5-(5.6-v?^ h dr->-3-^ 5"/W-l ,4-^ W ^ y y-2-y( ji^):^ f- 

ju-2-r± h ^i^^y:/^ ji']-z.4-i^ ^ h^'yr=-]) y (0. loo g. 

0.196 mmol) ^ / -/l^ (6 ml) {C^fi? m^mm:^mi- h V 
!>A7K^fK (3 ml) ^^P^fc^, ^iaT*3P*ra«# Lfco Sft^^T 

(-Ndr1^y : g^^3i5"/W = 1:2) T'i|t|!itfc^, 3i - x 7W T S^^K 
a^rtrVN, ^ja^t-^^ (0.032 g, 0.0685 mmol, 35 %) ^r^it, 
lliSgiJll6. N-r5-(5.6-i^^ h Jr'>-3-^^/t^-1.4-^^^'/^/ :^-2- 
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N-[5-(5,6-S^p< h isr^y-Z-i- ^yU-l,4-'< / =ir J y-2-<yi/)p< ^ 
7U-2-T-fe h^r $/'<i^/>r>'i^]-4-r-fef^;WT:= y y (0. 100 g, 0.20 
4 mmol) lrp« / -/U (6ml) t::^^ ^fP^i?7K^-f h !J A 
Tk^iS (3 ml) ^*D;tfc#, ^mT'S^rH^^i^ Lifco Sf&i^T^. 

=^r1fi^ : g|®?i^7U = 1:2) T'MSSfUfc^, ^ T ff ^ 
^TV^, ^m\^'^m (O.OeO g, 0.133 mmol, 65 %) ^%1t. 
Hife^iJll?. N-r5-(5.6-':^^ J :y-2- 

N-[5-(5,6->'p« h =Srv^-3-p< ^yW-l,4-'< y y ^ / y-2— T /U)^ ^ 
yl'-2-T-fe h ^ i^'^ yu]-4-^ p p 7:=. y y (0.072 g, 0.149 

mmol) S:^ 9 /-JV (6 ml) I& f P ^ tK 5^ h P "J^ A tK 

(3 ml) ^rJD^fc^, ^tl "CS^ FHl^i^^ L feo S^S^i^T^, tK 

i^y : = 1:2) T- M t fc ^ . :t - x /V- T ft ^ ^T 

V^. ^S-fb^^ (0.046 g. 0.104 mmol, 70 %) ^#fco 

m^mmws. N-r5-(5.6--:^p< h :a[^->-3-^ ^71^-1.4-^y y^/ y-2- 

^ /l^)^ ^/W-2-b K P =^ y /Ul-4-^yU7 ;^ y / r ^ 1) y 
N-[5-(5,6->^ p< h ^'y-Z-:^ ^/U-l . 4-^ y / / y-2-i'/U)^ f- 

/1^-2-r-fe h ^ri^^y y>r /i'3-4-^/u7;i- y y t::^ y y (o.oeo g, 

0.110 mmol) ^ / -/I^ (6 ml) I& fP ^ tK ^ h V 

'>j^7\^mm (3 ml) ^*p;i;rc^, ^mvz^mmwLtzo Rit^^j 
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: S^^3i^/l^ = 1:2) VmrnVit'^. ac-x/W{CTS^Jg 
SS^^fV^. l^mit^m (O.O37 g. 0.0752 mmol, 68 %) Sr^fe, 
HM^Jlig. N-[5-(5.6-v>^ h ^r->-3-^ ^yl^-1.4-^>^ ^/^^r y y-2- 

N-[5-(5,6-i?p« h =ar:/-3-p( ^yl^-1 , 4-^ ^ y >-2-r/l^)p< 5" 

/w-2-r-t h ^'>'<:^/w'7u]-4-v'r / r- y (o.ioo g, 0.211 

mmol) (6 ml) l&lPj^ieTk^:^ h U A tK 

(3 ml) ^IS^TLf^'^. ^itT'3NFWm#t;fco SJES^ifs^T^. tK 

: ^^au^ )V = 1:2) T-)W®{Lyt^. :ii - x T /® S ^ 
V^. ^JS^b^it^ (0.063 g. 0.146 mmol. 69 %) 
lljfe^Jl20. N-r5-(5.6->^;»< h ^ ->-3-pt ^ A-1.4-^ / y-2- 

^ ;w ) ^ ^ /i^ -2- t K p ^ ^ y / /i^ 1 -4- H U 7 ;t p p< ^ T 

N-[5-(5.6-i?p« h ^'>-3-^ ^/U-1.4-^y y^Sr y y-2-'l' ) p< 5" 
;u-2-T-fe h ^^y^y ^/ ^ h y 7/1^:^0 ^ ^/UT:=^ y y (0.0 

87 g, 0.168 mmol) ^ 9 J ~ )V (6 ml) {C^fi? ISInj^^TK^ 
h y -J^AtK^T^ (3 ml) ^;bD^fc^. ^j!aX'3^r^«i$Ufco S 

7 ^ - (^^f- y : = 1:2) T'MI^ bfcm. ^-x/KC 

TlligS^^TV^, ^S^k-a-Jl^ (0.056 g. 0.118 mmol, 70 %) 

II]^^J121. N-[5-(5.6-i^ y N ^ ->-3-y 5^/U-1.4-^y /^r y y- 
2->ryi/)p< 5"yu-2-t K p y >^t^ 1-3.5- b*;^ h y 7/U;^p y 

^/i/7=^ y y 
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y (0.130 g, 0.222 mmol) ^ (6 ml) fC^fi?t. ISftl 

m^i^mi- h ^ j^i^mm. (3 mi) ^^jp^ytm, ^?aT'3^w«# 

-X/KCTHSg^iSrff V^. ^S^b-a-^^ (0.050 g. 0.0921 mmol. 41 
%) 

^i£^jl22. N-[5-(5.6-v^p< h ^ v/-3->< ^/1^-1.4-^ y -/:3r / y- 
2-^ /W)^ ^/W-2- t K P ^ y /Ul-(S)-l-7 31 ::i/U3i ^/wr 

$ y 

5-(5,6-i^p< h ^'y-3-p< ^>a/-i,4-'<y / y-2--< /u)p< ^/w- 

2-r-fe h^'y^S#®f (0.200 g, 0.535 mmol) <r>m.it :^ 'f- U l/^ 
?ge(30 ml){C, (S)-7 3i;^^yWT ^ y (0.130 g, 1.07 mmol) . 
p< ^yur ^ y f y y (O. 013 g. 0.107 mmol) *3<J:t>*l-n:5^yW-3- 
(3-v^3^^/UT ^ y y p bVu)*/i^JKi^>f 5 K^®?*i (0. 308 g. 1.6 
0 mmol) ^*D^> ^ T* 12^ t » S It&^K ^ tKtK (C tt , i£ 

^jc5"/W = 2:1) T'UlSiLfc^, a^-x/WtCTS^^S Sr^f V^, 
{L^tF (0.135 g, 0.283 mmol. 53 %) ^#fc, 
lllfe#lJ123. N-[5-(5.6-v^y hdr-y-3-y ^/W-1.4-^y '/dpy :/-2- 
^ yl^) y ^/1^-2-b K P # y /l/]-(R)-l-7 3i:=-;v:r.'f- ;VT % 

y. 

5-(5.6-i^y h dre/-3-y ^/u-i,4-^y /=5r / y-2— f yu)y ^/u- 

2-T-fe h ^-y^m^i? (0.250 g, 0.668 mmol) <^>:^'fk y ^ U y ^ 

104 



wo 02/076918 



PCT/JP02/03017 



moo ml){C, (R)-7 jc^.f^/UT 5: (0.162 g, 1.337 mmol) , 
:?< ^yUT 5 / y y (0.016 g, 0.134 mmol) *3 J; t>'l-3i ^yi/-3- 
(3-5^^5" >'^T ^ y T'o \^jl')jUjU7l^i^y( ^ \fMWt^ (0.384 g, 2.0 
05 mmol) <^;!jD;t. ^?flTl2^ra^# t , Rjt^m^yKAizh^i. 

= 2:1) VmmVfz'^. 3:-x/KCTS^a^ff V^, 
mWl.'^m (0.167 g. 0.350 mmol, 52 %) Sr#fCo 
lliS^J124. N-r5-(5.6-':^^;>< h ^ S/-3-> ^yt^-1.4-^ / :/-2- 

^/W)y 5"/U-2-7 31 / 71^1-1. 2.3. 4-r h 7 fc Kp 

5-(5,6-v?y h ^ri/-3-y 5^ /U-1 . 4-^ ^ ^ y :/-2— T yl^)^ ^/U- 
2-7 a y ^i/^E#SI (0.075 g, 0.183 mmol) (Z>lg^b P« ^ U 
f^cdO ml){C, 1,2,3,4-x h 7 t K P ^ y y (0.049 g, 0.367 mm 

oi) ii^u\-3u^jv-z-{z-i^=s:.^;vr 5 y y p tvw);^7/U7Ki>-r ^ 

Kiti?1£ (0.105 g, 0.550 mmol) «rJ!JPx., ^ jaT*12^ra^# L fc 

ifyy^- ^ ^ : y y -/i' = 9:1) -eiitlii ^Jg^b 

(0.050 g. 0.0955 mmol. 52 %) ^#fCo 
ll%^J125. N-[5-(5.6-v?y V ^i/-Z-:^ ^;V-\A-^l/ y 1^-2- 

5-(5,6-i^y h ^v^-3-y ^/\^-\,A-^y^y^ ^ y-2-fyW)y f^/U- 

2-7 31 y (0.080 g. 0.196 mmol) O^^ky^W':^^ 

tK(5 ml){^, 2-y^7Hf^!) i^y (0.039 g. 0.391 mmol) *5 i 
l-a:f-yl<'-3-(3-v^:i^f'/WT ^ y 7° P l^yl^):i&7WjK v^-r ^ Kii@?3^ (0 
.112 g. 0.587mmol) ^1S^7L. ^fi-ei2^fe1^# L^t, K^WL^% 
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^^■^y : g^^nif^yu = 9:1) UMit^^ (0.045 g. 0 

.0919 mmol, 47 %) ilr#yt, 

mmmue. N-r5-(5.6-v?p< h :¥'>-3-^ ^/t--i.4-^y y^y :^-2- 

>f ^/U-2-(3-t:' U v?/U;>t ^/i/;;^^ ^/W' /t^]-1.2.3.4-x 

5-(5,6-i/p< h ^i^-3-p< f'yw-l,4-^y i/^^r/ y-2-^yU)p< f^/W- 
2-(3-fy ^/W:t=^r (0.200 g, 0.473 mmol) <0 

^ uy^fR (20 ml){j:, 1,2,3,4-r h 9 t K i= =^ / U ^ (0. 1 
26 g, 0.946 mmol) jo J: t>* l-o: ^ /^-3-(3- v? ^ /l^ T ^ / n tVl^ 
);&7U/Ki?-Y ^ K:8li?:^ (0.272 g. 1.42 mmol) ^JOx.s ^taT'12 

nmi^ ^-^ V y ^ - i^^-^y = 9:i) x-mm: t 

. mUit^m (0.100 g. 0.186 mmol, 39 %) €:#fc, 
lljfegiJ127. N-r5-(5.6-':?j>< V^i/-Z-:^'J-A^-\A-^y)/^ J y-2- 
^ ^/u-2-(3-b° U =f- jv :^ ^ i/)^ y )/ ^ :^ ^/Wh* 

^ 1) y 

5-(5,6-v>*p< h ^i/-Z-:^ 'J- ,A-^y V ^ J y-2— f /U)p« ^/U- 
2-(3-t'IJ ^yW:t^v/)^S#i? (0.200 g, 0.473 mmol) (O 

m.\t:^ f-uym^m ml)(C, 4-^ ^/Ut- ^ y v^y (0.094 g, 0.94 
6 mmol) *5 J:l>*l-3^^/l^-3-(3-v^^5^>'l/T ^ / p e ) * 

5 K:^i?*S (0.272 g. 1.42 mmol) ^rJPx.. ^?fl-ei2l^^»i^ L 

('^^f-y: g^®?3i^yi/ =9:1) -effijSlU. ^S^b^ 
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^ (0.100 g, 0.198 mmol, 42 %) ^#fCo 

2-(3-l^]} i^/l'/ 'f/l^:t^i^)^M-^Wt (0.200 g, 0.473 mmol) <D 

mt^ ^\yy^mi2o mi){z, 3,4,5- K y ^ h ^'>T=i y y (0.260 

g, 1.42 mmol). h D Ji^/WT ^ y (0.144 g, 1.42 mmol) *5 i l>* 
ig^k2-:^' p p-l,3-i?;>< f'/W-r ^ y / y A (0.240 g, 1.42 mmo 
1) ^MtL. ^®T'12NF^«i«^ tfeo RfS:^Sf*7K{cfctt. m^k;^ 

iJ^Z-zU = 10:1) T-MSU. 3^-X/^^C-Cfi:3g^^^TV^, :^Jg{k 
•a-i^ (0.050 g, 0.085 mmol, 18 %) Sr^^to 

^M^Ji29. N-r5-(5.6-i^^ h ^/u-iA-^y y y- 

2-yf JU):^ ^jV-2-(3-t' V v?/Up{ s^ )^ y /l^]-4-T-fe^ 

5-(5,6-S^^ h ^ iX-3-^ f'yU-l,4-'< y i/:3r / y-2-^ ;u) ;t ^/u- 
2-(3-k*y ^yl^;i-^i/)^-&#i? (0.200 g, 0.473 mmol) (D 

^uy^mm mi){c. 4-T-fef'yuT- y y (o. i28g. 0.94 

6 mmol), h y :^f-)\^r \ y (0.096 g, 0.946 mmol) ioit)^:S{b2- 
^ p n -1,3-i^ p< "f-jV^i 5 y =. [> A (0. 160 g, 0. 946 mmol) ^ 

= 10:1) -CiltSiL. 3:-xyi^{CTS^ft^tf v^, SM^b^^^ (0 
.080 g, 0.148 mmol, 31 %) ^#feo 
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/Ix J. ;^ r/l^ 

5-(3.4,5,6-r hy / h ^:^-2-^ y >?/u)-2-(t--/ h 

p< 3:. ;^ x (1.25 g, 2.5 
6 mmol) i:T± h =^ h U (30 ml) *5 itJ^Tk (10 ml) (Dm-^l^m 
iz^ML. MUX'Ckli (3.50 g, 6.39 mmol) ^Mx.. ^MX^l^m 

^77^- i^^i-y : mm=^^ji' = 2:1) T'i^Mu. umit^m 

(0.800 g, 1.74 mmol, 68 %) ^^t^t, 
HM^JISI. N-(6-^ P P fc' 'J v^>-3-><yi>-)-4-(5.6->^^ h^i^-3- 
^ f-/W-1.4-^y / y-2-y( ^/V^-2-t K p ^i^^yxr^ 
_K 

^*#fflmT, 4-(5,6-v'>f N =3rix-3-p< ^/u-1,4— <://:^r / y- 
2->r >'W)p< ^yU-2-Tir h ^ (45 mg, 0.120 mmol)Oii^b 

^ uy(3 ml)^^}::, :S{k2-^ n p -1,3-'J :^ ^/U-^ % ^ )/ ^) =^ 
^ A (61 mg, 0. 361 mmol), 5-T ^ 7 -2-tJ' p p k° y y(46 mg, 
0.361 mmol), h !J T 5 (36 mg, 0.361 mmoD^riDx. T*l^ 

i^y : g^if3i^yu = 3 : 1 ) T'Mii U> ^J®<b-^i^ (10 mg, 0.021 
mmol, 17 %)Sr#fco 
lljSfe^l32. N-(2-^ P P !) -:^y-3-W'7W)-4-(5.6-i^y h»'>-3- 

Ji 
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2-^ 5'>'^-2-T-fe N=3rv^^S#i? (98 mg, 0.120 mmol)<Dmt 

^^u:/(10 mD^jKlC^ ^it2-'!^ n n-l,3-v?P< f^/l^-T 5 / i/ y - 
l^A (89 mg, 0.524 mmol), 3-T ^ / -2- p o f JJ V (51 mg, 
0.390 mmol). h y a^^yPT ^ :/(53 mg, 0.524 mmol) ^iP ^ T 

m^^^VtCo ^^^^y)>iJ^jv^yJ»^^'^hifyy^- (^^ 
i^>/ : g^^3^^/U= 3 : 1) X'mn\^. (29 mg, 0.060 

mmol, 23 

llijiS^Jl33. N-(2-^ P P fc- y -:?:/-3-</l^)-4-(5.6-v?^ h ^->-3- 

Jl 

N-(2-j5^ a o t' y i?y-3-^yW)-4-(5,6-v?> h ^ v^-3-p< ^/W-l, 
4-'<y y-2->r ^^^1^-2-7-^ h ^'V^yXr 5 K(20 mg, 
0.0412 mmol)0> 9 / -/K2 ml)j§^(C. fO ^ ^ 7k 1^ h y 

A7K?t?iSe (1 ml)^;!jP;t T 1 B^K«^* tfCo @^ ®? ^ ^ /l^ T tt ffi L T 

7*0 tVU3:--r/wm^^liJ&*^^^S UT. ISJKb^i^ (18 mg. 0 
.0406 mmol, 99 %)^#yto 

^mmiZ^. N-(6->< h =3r-> b° y y-3-><yU)-4-(5.6->^p< V^'y- 
$ K 

^0#ffl^T> 4-(5,6->^^ h # v^-3-p< ^yu-l,4-^y y 
2-^ ^>'l'-2-T-t h^v'^S^^ (137 mg, 0.366 mmol)(^)ig 

^ ^^'(s ml)^^R{J:, m.i\:.2-^ n o-i,3-i?p< ^/i^>r ^ y 

"^7 A (93 mg, 0.555 mmol), 5-T 5 / -2- p< h =ar '> f y v?y (55 m 
g, 0.440 mmol), h y cc^/WT ^ >'(44 mg, 0.440 mmol ) ^^IP ;i T 
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-^^f- V : |^^:c^/i.= 3:1) Vm^L. mMit^ii^ (31 mg, 0 
.065 mmol, 18 %)?r#lfeo 

^ji^i|135. N-(6-p< h '>b° y v^y-3-W^yi>-)-4-(5.6--:;^^ t-^'>- 
$ K 

N-(6-y h ^iXfi; i^y-3-^/V')-5-(5,6-':^7< h =3r S^-3-^ ^/U-1 
,4-'< / f"/U-2-T-fe h ^ i/^yXr ^ K(48 mg 

, 0.100 mmol)Op< ^ / ~/K8 mD^^RtC. I& ^ tK ^ \^ V ^ 
ATk^^R (4 ml)^ilPx.r 1 f^mmWLfc. i^Sl^n^yU-Cttm bT 

kVU3i-x/l^^^^^i35^P>S/^fH UT, ^JSit:^*^ (29 mg. 0 
.066 mmol, 66 %)^#]/to 

136. N-r4-(5.6-v^p< h ^^r -^-S-^ ^71^-1.4-^ / y-2- 

^mmmnr. 4-[(5,6->'^ h^i^-z-/f-/i'-i,A-^y:/^y 

y-2-^ yi^)^ ^/H-2-T-t h ^ (240 mg, 0.64 mmol)<D 

mit/ i-uy{8 m.it2--i7 p p-i,3-i?^ ^/w^ ^ ^/ 

]) =^t:7 J>, (130 mg, 0.77 mmol). 4-( h ]) y )V ir :^ A/ 7. }V ^ 
;U)r y y (173 mg, 0.77 mmol). h y Jt^/WT 5 V (78 mg. 0.77 

mmol)<^;?JPxT 2^rB^^^Ufc„ S^t^^^^i^'PP AT'^^R 
7Ki5fe, ^jlStifc^, ^^i^Hibfco y y/u* 7 A iJ' n 

•7 hi/7 7^- (^^bj^^'uy : ^/-/l' = 60: 1 ) -CffiMb. 
^Jl^b'&i^ (146 mg, 0.251 mmol, 39 'k)^%1t, 
IIM^J137. N-[4-(5.6-v^ ^ h ^r->-3-^ ^ )V -\ A—<y ^/ ^ J y-2- 
^ ^yu-2-b Y^i^^'y^y^/ 4 /w1-4-( h y 7/U:^py'^/u:^ 
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N-[4-(5,6-5^;>< h ^'>-3-p< ,4-'< ^ / ^^r / y-2->r/l^)p< ^ 

y y (114 mg, 0. 196 mmol)(^^ ^ y - yKl5 nil)^?K{C, 
^iSTK^-t h y AtK^^K (7 ml)^3tlP;tT 1 ^rsimi^ Ufc, 1^^ 

y itj ff}Vij yJ^^^-^Vifyy^ - {^^^v : i^®?3:^/w= 4 : 
1) T?ffiS4t, ^JSib-a-^^ (35 mg, 0.065 mmol, 33 %)^#yto 
II«5^J138. N-dfy i^y-3->r /l^)-4-(5.6-v^pt h^->-3-y ^yl/-l. 

^m#H^T, 4-(5,6-v^y h ^ V-3-^ ^/U-l,4-'<>'/^ / i^- 
2-W' 5'>'l'-2-T-fe h=3ri/^S#®? (57 mg, 0.152 mmo\)(r>m.\t 
^5=-Wy(5 inD^iKf;!, :SI'fb 2-i5^ a p -1,3- p< f^/U-T ^^/y = 
iJ'A (39 mg, 0.23 mmol), 3-r ^ / f y (21 mg, 0. 23 mmol) 
, h y ai^/UT ^ y(23 mg. 0, 23 mmol ) ^iD X T *l ^ U o S 

« y * 7A:J'p-rh^77W' - ('<>"^> : T-fe h 

3 : 1 ) T*fll;{ ^M^b-g-!^ (12 mg, 0.027 mmol, 18 %)^ 

mmmiz^. N-(hr y y-3-^ /w)-4-(5.6-':^y h =af^->-3-^ f^yu-i. 

N-(k° y y-3--r /^)-4-(5,6--:>y h ^i^-3-y ^/U-l,4-^y ^ 
i^-2-1'yW)y 5'>'W-2-T-fe h ='E^v^^ VXT ^ K(55 mg, 0.122 m 

moi)(Dpj ^ / -7K10 ml)^^K{c, m^um.i\^m-^ v y ATK^ise 

filLfc^, Ufco ^^^'y y 7Ai^P-rhi/7 

7>r - (^i^-^^:T-fehy=3: 1) r'^Sil t, (28 
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mg, 0.0686 mmol, 56 %)€r^#fCo 
^mmUO. N-( y v?>--4->r /I^)-4-(5.6-;^^ h 

^*#ia^T. 4-(5,6-v^^ h ^i^-z-:^ "fj^-iA-^yy^^ y y- 

2-^ /U)^ '^/]^-2-r± h ^i^^B^Wt (64 mg, 0.171 mmol) <^^g'^b 
;t lxy(5 ml)^^R{C, :S'fb2-^ n o -1 .3- p< ^yP-f ? ^ )/ y - 
■J^A (43 mg, 0.257 mmol), 4-T 5 y b' U V (24 mg, 0. 257 mmo 

1), K y ^^/WT ^ ^(26 mg, 0.257 mmol) ^;!JD X. T L fc 

^7 7^- (ii^k^^u:/ : ^ ^/-yw = 30: 1 ) T*«$!lU, 
^b^i^ (5 mg, 0.012 mmol, 7.2 %)^#yt, 

glM^J141. N-[5-(5.6-v^ ^ h^^y-Z-:^ ^;^y-\A-^yV^ J y-2- 
^/i^)pt i-/i'-2-r't V ^ ^ y y ^ J\^]-4-y r =^^) V 

5-(5,6--^'p< h ^V-3-7« f"/W-l,4-^ V^/^r / y-2->f /U)^' ^/U- 
2-T'fe h =^ (0.200 g, 0.535 mmol) Oit^kp<^Wy^ 

^e?(50 ml){C, 4-7/1^:^ o r y y (0. 178 g, 1. 604 mmol), h y 
x^/WT^ y (0.162 g. 1.604 mmol) %^ )^n^\^2- ^ o ci-l,3-i^ 
;^ ^/W^r 5 ^i/ y ^ A (0.271 g, 1.604 mmol) Sr*Ox., ^fi-Cl 

tfc^, ai-x/KCTS^S ^ff V^, ^Jl{fc:-a-i^ (0.125 g, 0.268 
mmol, 50 %) 4r#fco 

lliife^Jl42. N-r5-(5.6-5^^ N ^ i/-3-p< ^yU-1 .4-^ -/ ^ y ^--2- 
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h ^ y'-Y>'W 1-4-7 r= y (0. 068 g, 0.14 

5 mmol) / -/w (6 ml) (Zl^fi? ?q ;K tK ^ H y A 

7K^?K (3 ml) ^*D^fc^. ^S-C?3^Ktg#Lfc, Sf&*^7^. 

^■^y : = 1:2) T )|t M b ^ , - x yutc TSi^a ^ 

^TV^, MSIk^il^ (0.030 g, 0.0705 mmol, 48 %) Sr^fc, 
jlM^J143. N-r5-(5.6-i^;>< V ^ i^-Z- :^ f- ;V-\ A-^V V ^ / V -2- 
>r yw)^ ^yW-2-T-fe h ^ ^ y/^ yi^l -3-=^ h p T ^ y y 

5-(5,6-v?p< h =^e^-3-^ f^yU-l,4-'<^' '/dr y y-2-Y/U)p< ^/U- 
2-r-fe h (0.200 g, 0.535 mmol) (7>:^'fk ^ ^ U ^ ^ 

?R(50 ml){i. 3-- h 13 y y (0.222 g, 1.604 mmol), V 3 ^ 
i-Ji'T^V (0. 162 g, 1.604 mmol) *5 J: t>'J^^l:2-i^ o p -1,3-i^ ^ 
^/W-Y 5 y y y ^ A (0.271 g, 1.604 mmol) ^MtLs ^®-C12 

^JiiJ'P-rhi/^^xf - (^dr-y-y: g^i?3:^yw = 1:1) T*miib 
ifc^, :t~x/W{c:X«^ft?rtf V^, ^jS^k^Jfe (0.149 g, 0.301 m 
mol, 56 %) ^#feo 

•^mmiAA. N-C5-(5.6-v^y h '>-3-> ^;u-1.4-^y>/^r y y-2- 
>r /U)y ^/W-2-t Kp ^i/^y/^/Ul-3-^ h p t =^ y y 

N-[5-(5,6- v^ p< h^v'-3-7' ^-^^ ^/ ^ ^ l/-2->( jV)/. ^ 

7U-2-T-fe h ^'t^i^'^ V /l/]-3-- h P T= y y (0.070 g, 0.142 
mmol) ^y^J^y-yl- (6 mi) l&?P^^7Km-^- h y 'J'i^TK 

^?ee (3 ml) ^MTLfzVk. ^jfi-^3^WS^$ bfCo Sl&ifi^^T^, tK 
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(0.060 g, 0.133 mmol, 94 %) ^#feo 
HJi^JUS. N-f5-(5.6-v^^ h '>-3-p< ^71^-1.4-^ / y-2- 

y y 

5-(5,6-v^^ h ^'>-3-;^ f-/l'-l,4-'< / ;^-2--r7^)p< ^/L'- 

N ^S^^S#i? (0.374 g, 1.000 mmol) (Dm.\\:./^VVm 
^R(100 mDtC, 2- h y n p< ^/UT U (0.483 g, 3.000 m 

mol), hJjaif^/ur^y (0. 304 g, 3. 000 mmol) *3 J; tl? :^^k2- 
n o -l,3-v>V f^/l^-f ^ y y = A (0.507 g, 3.000 mmol) 

= 10:1) Tf^ti^Lfc^. 3:-x/^lc-CS^S$^^TV^. ^M^b^i^ 
(0.259 g, 0.500 mmol, 50 %) ^%fc^ 

mmmiA^. N-r5-(5.6->^p< h ^->-3-;^ ^/w-i.4-^v-/^y ^-2- 
y y 

N-[5-(5,6-v^;'< h ^ i^-3-p< ^/l^-l ,4-'< y / y y-2-^/u)pt^ 

/V'-2-r-t h ^i/^y y''i'yH-2- h y 77i^:^-p ;^ "j-fvr^ y y (o. 1 

00 g, 0. 193 mmol) (6 ml) (C^^b, l&?ni^i?7K# 

:^ h y l^i^TK^^iSe (3 ml) Sr;!JD;tfc^, ^iaT3B$^mi^ Life, S 

7^- (^ppd-N/WAipJ^J^y -yw = 10:1) T']|t®{ tfc^, jc- 
xylite •C#^ft^ftV>, ^Jl^k^iKj (0.090 g, 0.189 mmol, 98 %) 
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2-7-^ h (0.200 g. 0. 535 mmol) (Omt^^wm 

fK(50 mlXc, 4-T5/^S#i^ (0.265 g. 1.60 

4 mmol), hy^i^/wr^y (0. 162 g, 1.604 mmol) *3 it/ 2- 
XI xx-\,Z-^J ^ ^) (0. 271 g, 1.604 mmol) ^ 

itm^^ ^^mnm ^ ^ V ^ y y - (^^i^^^: g^^^if^yu = 

1:1) -^ilti} tfcm. ^-x7U{::tS*S*^0vn, ^S^b^^fe (0. 
165 g, 0.316 mmol, 59 %) ^^iTc, 

mmmUS. N-[5-(5.6-v?^ H ^'>-3-^ ^71^-1.4-^:/ /^y >--2- 
^ yt^)p< f^/l>--2-b Kp ^'>^>>^>r /t>-1-4-T ^ y 
3^ x yt^ 

N-[5-(5,6-i^p< h =3rv--3-^ ^/W-1 ,4-^ y ^ y y-2— r/l^)p< 
/U-2-T-fe h ^ v'^>'i/^/^]-4-T 5 y 3L=^jV:c7.7-;l' 
(0.060 g. 0.115 mmol) «r p« i? 7 (6 ml) tC^fi? U, t&?P^K 

tK^-:)- h y ^> A7k^^ (3 ml) «r*D:ifcm. ^m.X*Z^^mW\.1t 

^77^ - (^oti*/WA: p<^y-/U = 10:1) Titlli tlfe^, 

5r^f V^, ^Jl<b-^«J^ (0.040 g, 0. 0834 mmol, 

73 %) ^#/Co 

mmmu9. N-[5-(5.6-i^>t h »->-3-y ^/U'-i.4-^y-/»y y-2- 
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2-T-fe h ^r'>^-i.#®f (0.200 g, 0.535 mmol) :^ \^ y^ 

mi50 ml)\Z, 4-v'T y ;^ ^/U-T^ y y (0. 212 g, 1.604 mmol), 
h])aL^/\,TXy (0. 162 g, 1.604 mmol) *5 J: t>'m'fk2-:i' a p -1 , 
f^7l/-r ^ ^^'/ !) A (0.271 g, 1.604 mmol) ^*0^. ^ 

uvummmwLtc, s^^e?sr7K*(cfe{t, :^fkp<^^i^T'ttffi t 

fco ttm?K^7Ki5fet, ^iSUfcm. ^i^?S*Ufc, #f>n;t^jS^ 

- (^^i-y : mWt^^/^ = 1:1) 

(0.110 g, 0.225 mmol, 42 %) Sr#^o 

mmmiso. n-[5-(5.6-v^>< h ^y-z-:^ ^/\^-iA-^yy^^ y y-2- 
-< /u)^ ^/u-2-fc K p /i^3-4-'>T y ^ ^/ur=- v y 

N-[5-(5,6-v^p« h ^/U-l,4-'< y y-2->r /U)p« ^ 

/w-2-r-fe h ^ y /u]-4-v'r y y ^;ur= v y (0.O6O g, 

0.123 mmol) ?r y ^ y ->'U (6 ml) iZ^ML. ^fa^fkT^m-t h y 

!>A7K^^R (3 ml) Srin^it^, Sja-e3^Km^^ ufco S/r^ilil-T 

(iJ'nnjJxyUA : y^y-/l^ = 10:1) -eHM bfc^. oi-r /Wtil 
TSi^ft Srtf ^gS^b-^iKl (0.040 g, 0.0897 mmol, 73 %) ^# 

^mmisi. N-r5-(5.6--:^y h »s/-3-y 5^/1^-1.4-^ y-/#y y-2- 

5-(5,6->^ y h =3r i^-3-y ^yW-1,4-^ y i/^ y y-2— f /u)y ^/u- 
2-r±h^i^$^J^^m (0.374 g, 1.000 mmol) (DMit^ ^Ul^^ 
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JKdOO ml){C, 3- h y n p( f^yUT - y y (0. 483 g. 3. 000 m 

mol), hUa^^/ur^i^ (0.304 g, 3.000 mmol) ^^U^it2-'i7 
p p -l,3->^'^ ^/^-f 5 y y y ^ A (0.507 g, 3.000 mmol) Sr*0 

nf&^^^MMM ^ V ^ yy ^ - (^op*yi^A:p<^y-/u 
= 10:1) T'HiSlL/c^. :t-7^/V'{C-CS3gA^ff V^, 
(0.235 g, 0.454 mmol, 45 %) 

mmm\52. N-r5-(5.6-i^;>< K ^->-3-^ ^yw-1.4-^y-/:^r / y-2- 
>r/u);>t 5^yu-2-fc Kp ^ y ^ ^ /l^1-3- h U y jvt xi :^ ^ jvy =^ 

y y 

N-[5-(5,6-v?> h ^'>-3-p{ ^yl/-l,4-^y y-2— ryu)> ^ 
7U-2-T-fe h ^ v^'^ y '/^ yu]-3- h y p p« f-iVT =^^) y (0. 1 

00 g, 0. 193 mmol) ^ 9 J -/W (6 ml) l^ft^K*^ 
•:^hy!>A7K^^ (3 ml) ^;!jDxfcm. ^ta"e3NF^tli^ tfc, s 

jlSUilt^. ^^tS^Lfco #P>tifc^SSr^^^»l^ p-^ h ^7 
7^- - (i5^PP*yl^A: p'iJ'y-yU = 10:1) "C i(t M L # . 
T^yV-iCTSJ^ft Srff V^. mmit^m (O.OSS g, O.I85 mmol, 96 %) 

mmmi5z. N-r5-(5.6--:^;>< \^ ^i/-3-?i '^/\^-iA-^yy^^ y y-2- 
^ ^yw-2-7-fe h =^-y^y '/^ /wl-2-::^ h p r = y y 

5-(5,6-v^p< h =^ v/-3-p< ^/W-l,4-'< y /^r 7 y-2-^ >'V');;< f'yW- 
2-T-fe h ^'y^.i.#^ (0.200 g, 0.535 mmol) (DMit^^i'uy^ 
miSO ml){C, 2-- h P T = y y (0.222 g, 1.604 mmol), h y 
^yl/T 5 y (0.162 g, 1.604 mmol) i6 XXJ^Mit2- n p-1,3-v^^ 
^yl/^ 5 / y ^ A (0. 271 g, 1.604 mmol) ^*Dx, gmT'12 
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ihrniry^mh. ^mvtc'^. mmm^i^tco mhtitzj^m^^^m 
mm^ ^-^ V y >( - (^^f-y: g^ifaif-yi. = 1:1) -vrnm. u 

fc^. ^-r/^fCTSMfa^frVV ^Mlb^*^ (0.140 g, 0.283 m 
mol, 53 %) ^#yto 

m^mmiS^. N-[5-(5.6-y^^ h » V-3-j^ f^/t^-1.4-^y y ^/-2- 

N-[5-(5,6->^p« h #i>'-3-p<^;u-l,4-^yy^/ y-2--r/i^)^ 5" 
yl/-2-T'fe h ^i^^:^ j/>r /l']-2-- h n r= y y (0.070 g. 0.142 
mmol) Srp< ^ y -/w (6 ml) fc:^^ L, IS ?P ^ tK ^ h y i> AtK 

mW. (3 ml) ^;«JD^fc^. ^fSTS^^mi^ b^to S/t^i^T^, tK 

% (0.063 g, 0.139 mmol, 98 %) ^#fc„ 

^jfe^J155. N-(b° y v^y-2-^yW)-5-(5.6-i;^y h ^ ->-3-pt ^yW-1 . 
4-^>-/Jpy y-2->f /!/)> ^/U-2-T-^ h^->^yXr$ K 

5-(5.6-i^p< h ^:>'-3-p< ^yi^-1 ,4-'^ y / y-2->r /w)p« 
2-T-fe h ^ (0. 374 g, 1.000 mmol) (7):^^ky^^y^ 

^ge(50 ml){C, 2-T ^ / t° y i;?y (0.282 g, 3.000 mmol). h y 31 
i-A'T^V (0.304 g. 3.000 mmol) *3 J; t>*li{k2-^ n a -1,3-i^ ^ 
^/W>1' ^ ^^/y A (0. 507 g. 3.000 mmol) ^IBtl. ^ja"C12 

m?8c$r7Ki5fcb, IfeiliLfc^. ^l«?g*Ufco # i^fc^ffiS^:^^Siffl 

nm^ v^yy - ('^^1^y:g^i^:cf^y^ = i:i) x-itsiiL 

f^%.. 3:~xyK^TS)^fHi^tf V^, ^M^t^^J^ (0.140 g, 0.311 m 
mol, 31 %) $r#fc, 

HM^Jise. N-df y v^y-2-^yw)-5-(5.6-v^p< h ^ag^ -y-s-j^t ^/w-i. 
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N-( If i; v^^-2-'r yu)-5-(5,6-S^^ h ^'>-3-^ ^/W-l ,4-'< y 
V-2->{ ^>'U-2-T-fe h ^->^yXr ^ K (0.050 g, 0.11 
1 mmol) $rP« ^ / - (6 ml) {C^^t, IS fil tK ^ "t" h ^ A 
if.nWL (3 ml) ^i)Dx.fc^. ^^a-^3^^^i«^Lfc„ Sf&ife^T^. 

(0.023 g, 0.0564 mmol, 51 %) ^#yt. 
^ffi^l57. N-(b' U >^>--4-^yu)-5-(5.6-v^pt h ->-3-^ 5"yi»--l . 
4-^yy^y y-2-^yW)^ ^yW-2-b Kp ^irv'^yXr ^ K 

5-(5,6-':^V h ^'y-Z-i- ^7U-1,4-^ y y ^ / V-2->{ 
2-T-t V^'y^^^m. (0.374 g, 1. 000 mmol) U ^ ^ 

jR(50 mDfd, 4-T ? / If y V (0.282 g, 3.000 mmol). h U 
^/WT^y (0. 304 g, 3.000 mmol) *5 J: t>*JS'fk2- o o -1 ,3- 
^yU^ ^ / / y - (0. 507 g, 3.000 mmol) <£r AP ;t . ^mT-12 

tiifS^TKgfeb, igjiibf!:^, ^jifs*uifeo nhtiitnm.i:^^m 

MM ^^-^Vifyy^ — (^po tIn/UA : p< ^ / — = 10:1) T* 
iltSllbfc^. 3:-r/W{CTSie^^fTV^. ^jS^b^ife! (0.050 g, 0 
.123 mmol, 12 %) Sr#/to 

N-( fc* U V? y-3-^ /U)-5-(5.6--:^p< h ^->-3-^ ^/U-l. 

y dr y ;W)p< ^/l^-2-fc K p ^ v^^^XT $ K 

5-(5,6-v^;^ h ^i/-3-p< ^/U-l,4-'<y V'^y 1^-2-^ J\^)^ f-jV- 
2-T-fe h^ari/^S^^ (0.200 g, 0.535 mmol) <D:S<b;^^wy^ 
ie?(50 ml){C , 3-r 5 / t' !) y (0. 151 g, 1.604 mmol), =^ 
f)Vr 5 y (0.162 g, 1.604 mmol) ^ i,XS^\^2- 9 p p-1,3->^> 

^ y /y A (0.271 g, 1.604 mmol) ^Mtl. ^?&-C12 
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mm^T^^^L. ^iSiLfc'4k. mmm^vit, mhtita^m^^j^M 

^l^i3-rh^77-f - (iJ'nnjJ^;UA:j7<^/-/U =10:1) t? 

mMLtc'^. ^^-T/^Kxwm^^n^^^. (o.oes g, o 

.159 mmol, 30 %) ^^tCo 

IIK5^J159. N-->^ p y P bVl^-5-(5.6-i^7t h }i ^Ji^-lA- 

5-(5,6-i^7< h ^ >-3-p< 5^yi^-l,4-'<:/>'dr y y-2-^/u)p< ^yu- 
h =3r (0.200 g. 0.535 mmol) Oig^k^^UV^ 

^(50 ml)(C, ^ n y P f /I^T ^ y (0. 0916g, 1.604 mmol). h 
y 3if^/WT ^ y (0.162 g, 1.604 mmol) *3 J; U«iS^b2-:J^ p p -1.3- 
'J^ 5"/l^-r ^ y = A (0.271 g. 1.604 mmol) ;t . ^fi 

^MUM^ ^ h y ^ - i^^-^y : mm^i'/i' =1:1) xm 
mLfz^. :t-x/Kv:Tfi:j^ftSrff V^, ^Sib^^^ (0.089 g, 0.2 
15 mmol, 40 %) iSr#fc, 

mMMlSO. N-->^ p y P t°/t^-5-(5.6-v^^ h ^->-3-^ ^7U-1.4- 
^ y ^^ij^ y y-2->r /t^);>t t KP=^i/^yXT$ K 

N-v/^ p :/p \^/V-5-(5,6-'J h =3E^'y-3-;;« ^/U-l .4-^ y ^ / 
y-2-^/l')p« ^/U-2-T-fe h ^'y'<yXT ^ K (0.050 g, 0.121 mm 
ol) ^ / -/\^ (3 ml) iz^ML. ^fn^mykm-r h V •> i=s7K^ 
m (1.5 ml) ^tP^fc^. g®t?3B#FBl^j£^ Ufe, SJ5S#^7m, tK 

mm^vfc, nhtitcnm^^mmmm ^ ^ ^ h vy y ^ - (--=¥ 

1^y : = 1:1) T-MBiUfc^. - x T ^ 

V^, W^m^t^^ (0.023 g, 0.0673 mmol, 56 %) Sr^^t, 
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mmmiei. n-->^ p ^=¥->/i^-5-(5.6-v?;>< h ^'y-s-ji ^j^^-iA- 
2-r± h ^i^^M^mm (0. 200 g, 0.535 mmol) CO^-fb^f-^^^ 
^(50 ml) {CI, ^ n ^iri^/\,r ^ y (0.159 g, 1.604 mmol). h 
JJaif-zwr^y (0.162 g. 1.604 mmol) XXJ^Mi[:2-^ ^ ^ -l,3- 
i^ ;^ ^ /U^ ^ V ^ ]) =^ ^ (0.271 g, 1.604 mmol) ^*Px., 

mmwm^ ^ h - (^^-^y g^sgji^/u = i:i) -cm 

ilbfct. :i^-X/KCTSfe^$rftV^, ^S'fb-a-i^ (0.134 g, 0.2 
94 mmol, 55 %) ^#fc, 

mmmi62. N-'>^ P^^i/yi^-5-(5.6--:^>< h ^i/-3-:>< f^/W-1.4- 
^ y y :x-2--Y yu) ^ ^/W-2-b K P =^ >^XT ^ K 

N-v'iJ' a ^^v'yU-5-(5,6-v^^ h ^/U-1 ,4-^ ^ y 

y-2— r /^)> ^>'l'-2-T-fe h ^'>^yXT ^ K (0.070 g, 0.154 mm 
ol) ^ / -/i^ (3 ml) «& fP ^ tK 5^ h }) AtK^ 

^ (1.5 ml) ^mK.itm. Muvzi^mmwLtco Ritmr'^. tk 

(0.035 g, 0.0846 mmol, 55 %) ^:#fco 
mmmi63. N-^ ^yW-C5-(5.6-v^^ h ^ '>-3-p< 5^yi^-l .4-^ y -/ ^ 

y y-2-^ ju) :^'fju-2-r± h ^ -/^ /u]-4-> h^yr =^v 
y_ 

5-(5,6-i^y h ^'>-3-^ f-yp-l,4-^y y :^-2-'</^)p{ f^/u- 
2-T-fe h^'>^S#^ (0.200 g, 0,535 mmol) O Jlfi^b W 
ISe(50 ml){J:. N-P< ^/l'-4-p« h ^'>r= y y (O.22O g, I.6O4 mmo 
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1), h ]) 3^^/\^T ^ y (0.162 g, 1.604 mmol) i6 ^XJ^i^i\:2-^ n 
o -l,3-i^> ^/W^ ^ y / U = f> A (0.271 g, 1.604 mmol) $r*D;t 

m%:^m^mm^ \' 4- (^^f-V: g^®f:3if-/P = 1:2 

) r-ftU Ui^M-fb-g-^ (0.142 g, 0.288 mmol, 54 %) S:#fc„ 
^;!fe^J164. N-p< 5^/W-[5-(5.6-i>^ h :^->-3-^ ^;l^-1.4-^y'/^ 

/ y-2-w'/i^)> '^/w-2-b kp ^ /i^i-4-p< h ^':/T^ y 

N-;;< ^/W-[5-(5,6-v>p< h ^i^-3-;>< f-/l'-l,4-^ ^ / y-2— T 
^/1^-2-T-fe h e/-^ yU]-4-^ h ^v'T- y y (0.070 

g, 0.142 mmol) ^ ^ ^ J - (3 ml) ^?P;^g?7K^:^ 

h y i> atK^^k (2 ml) SrJo^fe^, ^m-e3itra«i«^ufco SfS 

i^T#. :?Jc-C*3RU. S^gfJ^f^/V'ttttl Life, ttmffieti. 7ki5fe. 

>f- (^=3^1^ V : g^^3i^/w = 1:2) T' iff i!i U ^ M ^ «^ (0.050 
g, 0.111 mmol, 78 %) Sr#;fe. 

Ili!fe^!ll65. N-[3-(5.6-v^^ V ^ :^ ^ A-^V ^ J V -2- 
y( ^/U-2-T-& h ^ > '/^f /Ul-4- h y p > '^yUT^ 

3-(5,6-S^^ h v'-3-p< ^/U-1,4-^ V /^^r y /U)^ ^/W- 

2-T-fe (0.200 g, 0.535 mmol) OJ^{bp<^uy|§ 

?g?(50 ml)(C, 4- H y 7/1';*- n ^yWT=^ ^ (0. 159 g, 1. 604 mm 
ol), hyoc^yur^y (0. 162 g, I.6O4 mmol) i&i.-a^Kc2-^ n 
:^^ji^y( % ^ V ^) (0. 271 g, 1.604 mmol) ^MtL 
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) 3l-x/^{::-r^i^s^:^fv^, mmit^i^ (o.i4o 

g, 0.271 mmol, 51 %) Sr^fc. 

^mmi66. N-[3-(5.6-v^p< h '>-3-^ ^;W-1.4-^y / :^-2- 

N-[3-(5,6->?p< h ^'>-3-p< ^/l^-l,4-^y /=Sr/ y-2-^7l^)^ 
/U-2-T-fe h ^ i/^ y /l']-4- h y y/W^t o > 'f-jVT ^)) V (0. 1 
50 g, 0.290 mmol) ^ :^ 9 J (3 ml) (C^^ L, I&Ip^^tK^ 

•t- h y ^j^si^mm (2 mi) trjD^yt^. ^}aT-3i^i^«i^ uyto s 

V^, Umit'^m (0.080 g. 0. les mmol, 58 %) ^^feo 

Ilife^a67. N-rs-CS.S-v?;^ V ^'y-Z-/ =f-ji^-\A-^yV^ J y-2- 
-< jv):^ ^/i^-2-(3-b° y ^ jU :t ^ 'y )^ y :/ /U]-A-r ^ / ^ 

5-(5,6-i^^ h ^'>-3-:p< ^/W-1,4-^ >' ^ / y-2-1' /!');?< ^/W- 
2-(3-fy ;U :^ ^ /U^ ^ 'y )^ M.mWt (0.2115 g, 0.500 mmol) (D 
^ U :/^^K(100 mDtd. 4-T5/^E#iS ai ^ 7^ 
(0.248 g, 1.500 mmol). hy^^^yUT^y (0. 152g, 1. 500 mmo 
1) :t3Xi:^m.i[:2-9 n n -1.3-vf p< ^/W-l' ^ ^ )/ y = !^ A (0.254 g, 
1.500 mmol) ^M^. MU V lOfs^ m Lfc, RJtm y^T^i^ h 

^yUA : ^ ^ y -/w= 10:1) -e^tSI t/t^, 3:--r>'V'{::TSif$air 
ffVN, ^S^b^!^ (0.020 g, 0.0351 mmol, 7 %) $r#fco 
mmmi68. N-Ct* y -:;?>-4->ryW)-5-(5.6-v?7t h ^i/-3-;>t ^yi^-l. 
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XT $ K 

5-(5,6-vf7< h ^y-Z-:^ ^yW-l,4-'<y y y-2->r /W) ^ f^/^- 
2-(3-k'y v^/U^ ^/l^;^-^ (0.2115 g, 0.500 mmol) (D 
yWW.{l^O ml)(w, 4-T ^ y k' y V? y (0.141 g, 1.500 
mmol), Kyai^yUT^:^ (0. 152g, 1.500 mmol) *3a;0?ig^k2- 
iJ' n B -l,3-v?y f^/W-r ^ / U A (0.254 g, 1.500 mmol) ^ 

tz.^mi:^'^mnm^ ^-^ V^yy (^nn/^/UA : :^ 9 J - 
yw= 10:1) T-)ff Hi t^cm^ ^-x/Kd-CS^^ ^ ^ff V^, jg 'fb -g- 

(0.023 g, 0.0460 mmol, 9 %) ^#fco 
mfe^jl69. N-(k''!J i;?y-3-^/t^)-5-(5.6-:^;?t h '>-3-^ yU-1 . 
4-^ y^/^J V-2-4 yl^)y f-/l^-2-(3- e y v?/l--y ^/U:^ ^ )^ y 
XT ^ K 

5-(5,6-v^> h v'-S-^ f^/l'-l ,4-^ ^ ^ / y-2-'f yu);;< ^/W- 
2-(3-t^y ^^iv^^iVi^^^y'^^.m^ (0.2115 g, 0.500 mmol) <D 

m^b^ 1^ v^fSedoo mDd, 3-T 5: / t" y (0.141 g, 1.500 

mmol), V ^) ^f-)V7 (0.152 g, 1.500 mmol) *5j:U^m^b2- 

^ o o -l,3-j;p< f^yW^r 5 ^^)/y ^iJ' A (O.254 g, 1.500 mmol) ^ 

7U= 10:1) -emMbfc^, Ji-xyi'tcrffS^^Srff v^, ^jg^b-a-il^ 

(0.024 g, 0.0480 mmol, 10 %) Sr#feo 
^M^J170. N-v^ ^ P >^ P t:Vl/-5-(5.6-':;^> h ^ '>-3-^ f-yU-1 .4- 

^^y^y y-2->r/t^)p' ^7i^-2-(3-br y v^/w^ ^>>u;^^r ->)^yx 
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2-(3-lfy v^/^^ f-/U;*-^'>)^E#®? (0.2115 g, 0.500 mmol) © 

l^y^^KdOO ml){C, a a fc" yWT ^ (0.0857 g, 

1.500 mmol) ^ hy^if^yUT^y (0. 152 g, 1.500 mmol) *5j;t>*ig 
{b2-^ o o -1,3-5^ P< ^ ^ / y = A (0. 254 g, 1.500 mmol 

y-7U= 10:1) -CltlSl Uifem, 3i--r/U{C-CS^^Sr^TVN, ^M-fb 
^ife (0.029 g, 0.0627 mmol, 13 %) Sr#yto 

^jife^!ll71. N-->^ P^:3i^'>7P-5-(5.6-v?^ h =^ ->-3-^ ^/U-1.4- 
^y-/»y y-2-^ /u)^ ^yi>^-2-(3-b' y f^/U;^^->)^yX 
T $ K 

5-(5,6-i^> h =Srv^-3-^ ^/W-l ,4-'< ^ / ^ y y-2-l'/U)^ ^/l^- 
2-(3-f y 5^/U;*-^i^)^S#K (0.215 g, 0.500 mmol) (O 

V^jKdOO ml){c, tl^^r'>/^T 5 y (0.149 g, 1 
.500 mmol), h y ^^/l^T 5 V (0.152 g, 1.500 mmol) *3 J;t>*:^ 
{b2-:{' n n -l,3-i?p« ^yW-r 5 y / y ^ !J7 A (0.254 g, 1.500 mmol 

y-;u= 10:1) T-)|tSiU/cm. ^-T^/HilTIf A V^. ^^Jg^t 

(0.032 g, 0.0634 mmol, 13 %) Sr^#fe, 
llffi^iJ172. N-r5-(5.6-v^^ h dr->-3-^ 5^ /U-1. 4-^:^-/^7 y-2- 
-</W)> ^/U-2-(3-fc'y v^yw^ f^>>W;t:arv-)^y y^yl^l-4-h y 7 
:^ p :?< f-/l^7 ^ y ^ 
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2-(3-f y (0.215 g, 0.500 mmol) (O 

iS-fb^ mi){^, 4- h y y o > ^7UT- y (o. 

242 g, 1.500 mmol). V})^'}-J^r\V (0. 152g, 1.500 mmol) 
*5<J:l>*iS^b2-^ o o -l,3-y^> 5"yu-r 5: ^ ^ y - !^ -i. (0.254 g, 1. 
500 mmol) ?r*Dx., m.WQ\2mfii1k^ \^1t. S JlS ?Se tK tK d tt . 

A : p« ^ / -/u= 10:1) -e^iS! Lfc^, - T HJi^fi $r ff V^ 
. UMi\:^^ (0.035 g, 0.0618 mmol, 12 %) Sr#fco 
lljife^Jl73. N-r5-(5.6-v^^ h ^ -2- ^ ^ /I'-l A-^ y ^ y y -2- 

^;U-2-T-fe N ^ y 7l^1-4-( h y 7 /l-:^ p f-yw;^ 
)Vits=.)V^r =-'^) y 

5-(5,6-v?;»< h ^'>'-3-;/ f- /u-1 ,4-'< ^ / y-2-^yu)^ ^yw- 
2-T-ir h =3?^ v^^S^S? (0.250 g, 0.668 mmol) 0:^^b^^U>'^ 

?ee(70 mi)(c, 4-( h y 7^1^;*- o p< ^>'w;^>'u>j^ = /i')r = y >' (o. 452 

g, 2.005 mmol). h y ^if^yUT ^ y (0.203 g, 2.005 mmol) *3 J; 
05m^b2-i? n D-l,3-v?p< $ iJ^/y A (0.339 g, 2.005 

mmol) Sr*D;t. ^®-ei21^FBliii^ t fc„ Slc;?^ tKtK tt . 

^^/-/w = 10:1) -C!|t®Lfc^, 3i-r/K:iTII^^^$rff 
^Jlfk-a-*^ (0.140 g, 0.241 mmol, 36 %) *#fco 
mmmUA. N-r5-(5.6-i^^ ^/i^-lA-^y:/^ / y-2- 

^ yu) ^ ^;U-2-b K P =^ >^ /»^1-4-( h y 7 /U P >< ^ 
;u ) T = y V 

N-[5-(5,6-i?p« h =arv/-3-> f->'l^-l,4-^ / V-2-'</I^)> ^ 
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7^]} y (0.060 g, 0.103 mmol) 4r p« ^ / -/^ (3 ml) iZ^M t 
, ISfPi^S^TK^-:!- h V iJ' ATK^SSt (2 ml) i:m7Ltz'4ks ^®t?2l$ 
fBl^^Ufco S^t^iiilTm, 7KT'^3^L. g^i?^^/uttt±l LfCo ttffi 

jg^o-rh^77^- (^pti7}^/WA:^^'y = 10:1) t?*t 
MLfcm. :i^-X^^{i:Tf|^fi^fTl^, ^mit^!^ (0.021 g, 0.0 
389 mmol, 38 %) ^^tc, 

Il!fe^!ll75. N-r3-(5.6-v^^ h ^ ->-3-:>< ^/W-1.4-^ y y-2- 

3-(5,6-v?> h ^i/-3-^ ^/i/-l,4-^>' y ^ / y-2-^/w)> f'yV'- 
2-T-fe h^'V^Is^^ (0.200 g, 0.535 mmol) (r>m.'!c :^ ^ VV^ 
^K(50 mOti. 4-( h y 7 f^^a-xi p< f-yi/:;^/i/j}x:i/u)r = !) V (0.361 
g, 1. 604 mmol), h li J^f-yUT ^ ^ (0. 162 g. 1. 604 mmol) 4q i 
t>';S^l:2-^' o n-l.S-i^Tf f'/W^r 5 -"J^ A (0.271 g, 1.604 

mmol) *int, ^jaT-12ltra«!«^Ufeo S;&?SSr7jC7Kfifelt. :fi'fb 

m ?S ^ 7k iJfe L . ^^Lfc:^, ^^^fS^biTc 

= 10:1) -CilstjK Uyt^, /KCTS^A^ff VN, 

(0.084 g, 0.144 mmol. 27 %) ^%1t, 
^^m\l<Q. N-[3-(5.6-v^ V^'y-Z-i-^)V-\A-^yV^ J V-2- 
^7W)>t 5"/W-2-7-fc h :3p.>^>^y>r 71^1-2.4- v^^ P P T U y 

3-(5,6-i^p< h ^'>-3-p< ^yw-l,4-'<y / V-2->('yw)^ f'/w- 
2-Tir h=3r'>^S^m (0.295 g, 0.789 mmol) (Or^^b^^U'y^ 
fee (100 ml){C, 2,4-i?^' P n y (0.383 g, 2.366 mmol), h 
jJaz^/l/T^'./ (0.239 g, 2.366 mmol) *3 0J*l{k2- ^ p p -1 ,3- 
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i?^ 5"/W-r ^ y / y = 'J' A (0.400 g, 2.366 mmol) ^iDx., 

^^WM ^ -r h ^ y y >< — (i^nn/ix/WA: — /V- = 10 :1) 

T^MMLfe^, :ii-X/KCTffigSSr^TV^, :^S^b^4^J (0.150 g 
, 0.289 mmol, 37 %) Sr#fco 

mmmm. N-[3-(5.6-v^p< h ^'>-3-^ ^/1^-1.4-^y'/^ y y-2- 

N-[3-(5,6-v^y h ^^^-3-^ / jv):^ 'f- 

7W-2-T-fe h ^'V-^y /^/W]-2,4-i^:J' B n y y (0.075 g, 0. 
145 mmol) ^ :^ 9 J - )V (2 ml) (C^^ fP ^ ^ 7K ^ h y 

A7K^?K (1.5 ml) ^;!JDx.fcm. ^®T-2^PHl^i$ Uyto S/i&iiS^T 

(^ p n Tjs/U A : ^9 J = 10:1) T-Jlt^ 3:-x/K^ 

TfflgaSrtf V^, ^Jg^b-a-l^ (0.035 g, 0.0735 mmol. 51 %) ^# 

^mmi78. N-r3-(5.6-v^y h ^^\^-iA-^yy^^ y y-2- 

3-(5,6-i^ y h =Sr ^/-3-y ^>'W-l,4-'< ^ y y-2-4 /l^)^ ^/l'- 
2-T-fe h ^ v'^S*^ (0. 150 g, 0.401 mmol) Oi^^by^UV^ 
?K(40 ml)(C, 4-^yW* y / T - y y (0.214 g, 1.203 mmol), h 
ymf-zPr^y (0.122 g, 1.203 mmol) :|3 J: t/:^jb2-:^ o p -1,3- 
v'y ^/W-T ^ y/y =l> A (0.203 g, 1.203 mmol) ^Mx.. Mm 

^mnm^ ^-^ h^yy ^ - (S^m^t^/w) -CilsfS} U/t^, 
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juizxn^^^^n^K ^mit^!^ (0.109 g, 0.203 mmoi, 51 %) 

N-[3-(5,6-i^7' h ^ v^-3-^ f";w-l,4-^:/'/^ y V-2->r ) p< ^ 
;u-2-T"fe h />('/i']-4-^;i'7jx JJ y T= ]) V (0.075 g, 0. 

145 mmol) ^ :^ 9 J - }V (5 ml) (-^j^ IS ft ^ ^ ;Jc * h U 
A7K^?K (1.5 ml) ^t^TLtz.'^. ^©T-LS^rsm^ Ufco 

^b-a-i^ (0.048 g, 0.0975 mmol, 74 %) Sr#fco 

mfe^JlSO. N-(6-y h y v?y-3-^ /l^)-5-(5.6-v^^ 

3-y ^/U--1.4-^ y^/^/ y-2-4 71/ )y ^/1^-2-7-fe h yXT 

5-(5,6-v'y h :^v/-3-p< ^/P-l,4-^:/>':^/ V-2-'(';U)p< ^/u- 

2- T-fe h=ari/^m#i? (0.200 g, 0.535 mmol) 

^(100 ml){C, 5-T ^ y -2-y h k' y vi' y (0.199 g, 1.604 mm 
ol). h!)J^^/WT5V (0. 162 g, 1.604 mmol) ^ ^Xj'ik\t2- {7 ^ 
n-l,3-i^7< f-Zl^-f 5 y = A (0.271 g, 1.604 mmol) ^^JDx. 
, ^a-eiOi^Ba«1$LyS:. Sit£:?«Sr7k7K{cfe»t. ii>fb p« 5^ u y-t?tt 

tt(±i?KSr7Ki5feL. ^^tfc^. nhtitcB 

a:--r /WtCT^^S^^TV^, i^mit^^ (0.109 g, 0.227 mmol, 4 

2 %) ^#fc„ 

lljffe^ijisi. N-(6-y h ^ e y y-3-^ ;w)-5-(5.6->?y 

3- >t f^>>U-1.4-^ y y / y-2--{ JU)^ ^7U-2-t Kp 3r->^>^X7 
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y-2->r /i^)^* ^;U-2-T-fe h dri/^yXr ^ K (0.06 
5 g, 0. 135 mmol) ^ :^ ^ J - )V (3 ml) fC^^ L, ^ftU^mTK^ 
:h h y ^7 AtK^^K (1.5 ml) ^jD^fc^. ^®T'3^rHm^$ Ufco 

. (0.050 g, 0.114 mmol, 84 %) Sr^ifco 

^i6fefflJl82. N-(2.6--:^^ h e !) V? ^-3-^ /W)-5-(5.6-v^^ 

X T $ K 

5-(5,6-i?p< h =Sr ^/-3-;;< f^/W-1,4-^ V y y-2-^/P)p< ^/W- 
2-r -fe h ^'^^-i.*^ (0.200 g, 0.535 mmol) O^g^k^f^l^y^ 
^eedOO ml){C, 3-T ^ / -2.6->?p< h ^ b' !) v? y^^m. (0.306 g 
, 1.604 mmol), h !) 31 f^/l^ T 5 :/ (0.162 g, 1.604 mmol) *5 i t>' 
m^k2-^ n 0-1,3-v^p' ^yl^-r ^ y >^ U A (0.271 g, 1.604 mm 

oi) ^iMK.. Mwr^io^mmwLtc. Rft^m^T^Ti^Khn. m.it;^ 

^/ -71^ = 10:1) T-mJKLfe^> 3:--r/HJ:r HJSairff ^Jg 

{b-g-*^ (0.160 g, 0.313 mmol, 59 %) $r # „ 

llife^J183. N-(2.6-v^^ h :ar y :^-3-^ /l^)-5-(5.6--:^'>< 

XT ^ K 

N-(2,6-v'y h^i^t'V v^>'-3— I'/l/)-5-(5,6-v?y h dE^i/-3-y 5=" 
yu-l,4-^:^'/=3r y y-2-'<yu)y f^7U-2-T-fe h VXT 5 K ( 
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0.100 g, 0. 196 mmol) p< ^ / -yU (3 ml) ^zmM\^. l&fP^iS 

TKt^-f h y atk^^ (1.5 ml) <£rjDx.fc^. Mu-^zmmmwL 

7>f - n ujt^/l^A : > ^ /-7U = 10:1) T' )|t U U fc ^ > 
ai-xyW{:iTl|jfeSS:fTV^, ^S^b-^^^ (0.079 g, 0.169 mmol, 8 

7 %) ^#/Co 

mmmi84. N-(6-:?^ p p y v'y-3-^yt^)-5-(5.6-v>'^ h:¥->-3- 

7t ^/w-i.4-^y/^r y y-2->r/w)^ ^ju-2-r± h^v^yxr^ 
Ji 

5-(5,6-v^^ h f-;u-1.4-^ y / y-2--r ;i/)7« ^/W- 

2-T-fe h=3rv'^.i.#^ (0.200 g, 0.535 mmol) omitj^'^uym 
mUOO ml)K. 5-r 5 /-2-^ u nJdy) i?y (0.206 g, 1.604 mmol 
), h U 5 y (0. 162 g, 1.604 mmol) i:XSm.^\:2- ^ o 

n -1,3-v^^ f-yw-f ^ ^ / y ^ l> A (0.271 g, 1.604 mmol) ^Mk. 

^^:J>©ffl^Ji^p^h^/77^ - (^ppjJ^yUA : / ^ y — /W = l 
0:1) Lfc^, ^-x/KCT^Jfe^trff V^, i^Mit^H^O (0.1 

42 g, 0.293 mmol, 55 %) Sr#fe. 

l|j!i^iJ185. N-(6-^ p p b° !J ^^-3-^ >>l^)-5-(5.6-i^ h^->-3- 
;>< 5">'l--1.4-^ y / y-2-^/l^)y ^/U-2-b Kp ^->--<yXT $ 
Ji 

N-(6-:J' n n e y y-S-f /l')-5-(5,6-i? ^ h -3- p< ^ /W-1 , 
4-^ y y :3r y y-2-^ yu)p« ^;U-2-T-fe h :3f- yXT ^ K (0.070 

g, 0. 144 mmol) ^ ^ ^ y - (3 ml) {c^^ji? m^^mTi^m-r 

hye'ATK?^^ (1.5 ml) 5r»Dx:fcm, ^fi-C3l$PBm^^Lfco R 
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y ^ — (^pP2^;l^A:p{^ / -/W=10:l) T-l|tS!t U ^ , a^-x 
;KlTII!^^$rff V^. ^JS^b^i^ (0.056 g, 0.126 mmol, 88 %) 

^mmiSe, N-(2-^ p p b' y v^;^-3->r /W)-5-(5.6-i^;;t h^->-3- 

5-(5,6-i^^ h de^/-3-^ f-yW-l,4-'<>' / y-2-'r /l^)^ ^/l^- 
2-T-fer h^e^^S#SI (0.200 g, 0.535 mmol) (Dmt/fi^ym 
mUOO ml){C, 3-T ^ y -2-i5' p p y y (0.206 g. 1.604 mmol 
), hyai^/i^r^y (0. 162g, 1.604 mmol) *3 <t t>'i£<b2-:^' p 
u -1,3-^; ;l i'/Vyf ^ ^ y ]) A (0.271 g, 1.604 mmol) trJOx. 

mi:^^mmm^ h^7y^- mm=>^f-/^ : ^^tv=i:i) 

■C'^^lSt. Umit^m (0.140 g, 0.239 mmol, 54 %) ^rftyt, 
Ilj^^n87. N-(2-^ p p V? V-3-^/w)-5-(5.6-^y V^^y-Z- 
^ f-/V-\A-^y V'^ J :x-2-^/U)^ 5^/u-2-l:: K p ^i/^^XT ^ 
_K 

N-(2-iJ' P P try V-3-'l' >'V')-5-(5,6-i^p< h ^ ■>'-3-7< ^/I'-l, 

4-^>')/^r / y-2-'f /w)p< f-jv-2-r-t V ^i/^y^r % k (o. 070 

g, 0.144 mmol) ^ :^ ^ / - JV (3 ml) (C^j^L, ^?P^^7tc^:^ 
h y A7kJ§?K (1.5 ml) S:*Dx.fc^. g iS 3Nf Fallt U fc. S 

7>f- (l^m^t^/^ : ^=^1^ V=l:l) -CJltiiLfc^, 
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nB^i:n\^K ^Mit'^m (0.040 g. 0.0903 mmol, 63 %) Sr#yt 

o 

Ilife^!ll88. N-[5-(5.6--:^^ h ^i'^-S-:^ ^A^-lA-^>' / y-2- 

(0.400 g, 1.070 mmol) <D:^{k^^u:^^ 

jfiedso mi){c, 4-T^y^s#i? t--/^/i/ j^j^t^/u (0.620 g, 6 

.209 mmol), h U 3if^;WT 5 ^ (0.325 g, 3.209 mmol) *3<t tJ^^g 
^b2-^ n n -l,3-i?p< ^/W^ ^ '/ ]) A (0. 542 g, 3.209 mmol 

y=l:2-*l:Q) t?!ft§liU. ^Jg^k-g-i^ (0.302 g, 0.549 mmol, 57 % 

lliSgiJl89. N-[5-(5.6-v^;>< h ^i^ i/-3-> ^;u-1.4-^ -/^r y ^^-2- 
>r/l^)>< 5^/1^-2-T-fe h ^->^:^'/^/U]-4-T ^ y ^Ji>#^ 

N-[5-(5,6-i^y h ^ v^-3-y 5^7U-l,4-'^y / >'-2--r /t- ) p< f 

;u (0.250 g, 0.455 mmol) {I, (3.0 ml) ^rMx.. ^UV12 

i^fi^rtrV^, ^mit^!^ (0.129 g, 0.261 mmol, 57 %) ^^/t, 
ll]!feg'Jl90. N-[5-(5.6-v^> h ^ v--3-p< 5"/W-1.4-^ y :^-2- 

N-[5-(5,6-v^y h f-/i^-i,A-^y / y-2-y( ;u) / 'f- 

/\^-2-T± h ^'y^y y-^ /\^]-A-T ^ y ^M^^m (0.070 g, 0.142 

mmol) ^> ^5^7-/1/ (3 ml) t& fP ^ ^ tK ^ h AtK 
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(1.5 ml) Sr*0;tfcm, ^UVSmf^mWLito Sl&*^7^, 2 
N i&^7kT-#Jf?U, 7Kl«:^i4 (ph=l-2) tLit^. g^^oi^/w 

=10:1) ?i ^ >^ -juizxnf^^^n^^. mmit-^m 

(0.049 g, 0.109 mmol, 77 %) Sr^fe, 

Iljjfe^jl91. N-[5-(5.6-i;?>< H ^->-3-^ ^/l^-1.4-^ V-/^ / >--2- 

5-(5,6->^^ ^/u-l,4-'< y y ^^r / y-2—(jl^)^ ^yw- 

2-T-fer h^i-'^S^^ (0.374 g, 1.000 mmol) <D||fk 7< ^ W ^ ^ 
?0e(lOO ml)}^, 4-^ h n ]) y (0.414 g, 3.000 mmol). h V ^ 
'J-jvr^y (0.304 g, 3.000 mmol) *3 J; t>' i£{k2- :^ p a -1 , 3--;^ ^ 
^/W^ ^ !) A (0.507 g, 3.000 mmol) ^t^TL. ^m"X?12 

nji^iSrTKdfe ^^^byc'#, m%w^^\.fL. nibtitcmm^ ^ ^ y 

-)V (3 ml) (C^MU, ISfti^i^TK^-^- h y e^A;4c^f^ (1.5 ml) 
%:n7Lf^^. ^ia-e3l^R38fci^U]fcc Kf&ililT^, TKt?^^!? 

^y->'W=iO:i) "Ci^MLfc^, 3^-x/i^(j:-cil*Sft Srfi^ VN, ^JS 

^b-g-*^ (0.080 g, 0.177 mmol, 18 %) $r#fCo 

Ilji^ijl92. N-[5-(5.6-v^ ^ h ^>>-3-^ ^7W-1.4-^y y^r y :^-2- 

-< V ^i^^yy^ ^^]-2.6-i^^ p p -4- h U 

5-(5,6-v' / f-/i^-l,4-^>' / ^ / >'-2--i' ;w)^ ^/u- 

2-r-fe h ^ v'^m#if (0.200 g, 0.535 mmol) <Dmt;^'f-yym 
mHOO ml)\Z^ 2,6-'y^ o 0-4- h !) p f-/l-T=- ]) y (0.3 
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95 g, 1.604 mmol). hy^if^^UT^y (0. 162g, 1.604 mmol) *3 
J;U*^^b2-^ o f-/U^ ^ :=i!j^ A (0.271 g. 1.60 

4 mmol) SrJP^, Mm.X'lOWmmW Lit , RJ^^^^^^i^hif . 

(0.099 g, 0.177 mmol, 33 %) ^fffc, 
^mmiBZ. N-(3-t-:/ h ic'y1ajvif^=^f\^\f U /w)-5-(5.6- 
v^y h ^->-3-^ ^/>^-i.4-^:^-/^ y ^^-2->r yw)^ ^/w-2-T-^ h 

5-(5,6-i>'^ h ^ v'-3-^ f-yl'-l,4-^ y / >'-2-'</U)^ f-zW- 
2-T-fe h (0. 200 g, 0.535 mmol) <om.it 

flSEdOO rnOfC, 2-T ^ / 3 ^ t--^ ^ JV 7. 7- /V (0.311 g, 

1.604 mmol), K D 31 ^/W T 5 V (0. 162 g, 1. 604 mmol) *3 J: tJf 
*£^k2-i{^ n n-l,3-v'^ ^/I'-f ^ :/ P ^ A (0.271 g, 1.604 mm 
ol) ^Mtl. M^-^imm^WL1t. Rl^^WL^^ii^\^h^-i . mt:^ 

^y-zu = 15:l) T-iltiiL, ^mit^m (0.157 g, 0.285 mmol, 53 
%) Sr#fco 

^jfeg!ll94. N-(3-t Kp ^V;fryl^^K = /WfU v^y-2-W'/^^)-5-(5.6- 
v^ ^ h =3r ->-3-p< f-yt^-1.4-^ y / ^ / ^jV-2-r± V 

N-(3-t-y h =ar'>;fr/W#r;yw f y y-2->r /W)-5-(5,6-i? h ^ 
'>-3-p< f^7W-l,4-^ ^ / y-2-^yp)^ ^/P-2-r-fe h ^i/^y 
XT^ K (0.140 g, 0.254 mmol) , (2.0 ml) ^ISiTL. ^ 
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i?a^h^y7>f- (^no*/^A:^^y - )V = 10:1) T-iftlgi 
tife^. at-^/wtCTII^ft^fi^VN, i^H^b^l^ (0.110 g, 0.222 
mmol, 87 %) Ir^lfeo 

^Ife^ngS. N-(3-b Kp ^i/;(y;^-4< = /Ut:° 'J v^y-2--<y^-)-5-(5.6- 
N-(3-k K P ^'>*/i'^=^/H^' y v^>'-2-^ /W)-5-(5,6-v^p< 

v'-3-^ ^/u-i,4-^>' y >'-2-^/i^)y ^/1^-2-r-fe h^v''^:/ 

XT ? K (0.080 g, 0.162 mmol) ^ :^ 9 J - )V (6 ml) {C^^ L 

> i&ft^i^TKi^-t- h y atK^ik (2 ml) ^t^7Lit'^. ^k^-Qm 

Peimi^Lyto S;Si^T^> 2N J^if7k-e#3R 7KS$ri?^4 (ph=3 
~4) iLfcm. gli^^if-yuttm UfCo tttlifgtfi. 7Ki5fc. SAIU/c: 

(0.051 g, 0.113 mmol, 70 %) 

lljife#^Jl96. N-(5-t-^ h ^ /U^^/U b° 1) /U)-5-(5.6- 

v^>< h :»->-3-p< ^/w-1.4-^:/ y :^-2-^ /w)> ^/u-2-t-& h 

5-(5,6-i^y h =3E^'>-3-> ^;u-l,4-^y i/=3f^y i^-2->< ;W) 
2-T-lr h (0.300 g. 0.802 mmol) <n>^\^ :^ ^ V ^y"^ 

ffigdOO ml)(C, 6-T ^ / ^af'^'gfe t-^^yux ;^ x/KO. 467 g, 
2.406 mmol). h !) f^/U T ^ (0.244 g, 2.406 mmol) fciO^ig 
^C2-;J' n n-l,3-v?p< f'/U^ ^ ^ ^ = ^ A (0.407 g. 2.406 mmol 

y-/U=10:l) T-M$S!L, (0.240 g, 0.436 mmol, 54 % 

) «r#fco 
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mmmi97. W-CS-t Kp ^>-;(;;i^:iK^;Uld'U v^V-2->r/w)-5-(5.6- 
^ y X T $ K 

N-(5-t--/ h /l^ /I? :^ 7U f y T 7U )-5-(5 , ^ h 

XT5 K (0.170 g, 0.309 mmol) \Z ^ ^Wt (3.0 ml) SriP^, ^ 

^n-rh^77^ - (^oP/^/UAip^i^y -/u = 10:1) -CffiM 
UiTc^. 3i-x/i^{::-Cfl:Ji§SSrff VN, ^^JS-fk^JKl (0.109 g, 0.220 
mmol, 71 %) Sr#fCo 

llji^J198. N-(5-t K p ^ b° y v^:x-2-^ /u)-5-(5.6- 

h '>-3-;>t ^yW-1.4-^ y >--2-^ /P)^ f-/U-2-t: Kp 

:ar :^XT ^ K 

N-(5-t Kp ^'>;i5'/V'JJ? = /H:' y :^-2-'< /l')-5-(5,6-v?p< 
V-3-p« ^/W-l,4-^://^r / y-2-y( yl/)p< f'/P-2-T-fe h ^ ^y^y 
Xr ^ K (0.085 g, 0.172 mmol) ^ ^ (6 ml) {C^j|?L 

, «&f0^^7Kf^:^ h y ATK^I^e (2 mi) ^Sr;!JD^fcm> ^?at?3l^ 
mmWLtCo RJt^^T'ik. 2N J^m7KT-#|l?L, 7kS^i?i4 (ph=3 

m^t'Bt^ (0.062 g, 0.137 mmol, 79 %) ^mfto 

^mmi99. N-r5-(5.6-v^>t h ^'>-3-p< ^yl^-1.4-^ V y y-2- 
4 y ^/w-2-T-fe h y yy ywl-4-t-:/ h ^ /i^ ^ r 

$ / r = y y 

2-T-fe h v-^St^ (0. 250 g, 0.668 mmol) (DMit/^uym 
mHOO ml)iL, H-(t-^ h =aE^v^*ywjK = ;w)-p-7 31 = W >'v^r ^ y 
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(0.209 g, 1.002 mmol), h ]} 3if^;l/T ^ y (0. 101 g, 1.002 mmol 
) iSXt^^it2-ir n ti-l,3-v^7« f^/W-f ^ )/ U - iJ' A (0.279 g, 
1.002 mmol) ^*0^. ^UX-mm^WX^tc, S ^ tK tK f CI tt 

: ^ ^J' / -/P=10:l) T'J^Sbfcm, ^^-x /w{CTfli^a Srff 
^jg^k^i^ (0.180 g, 0.319 mmol, 48 %) ^^tc, 
IIM^j200. N-r5-(5.6-v^> \>^'y-Z-:^'f-jv-lA-^vV^ y V-2- 
^ f-/W-2-b Kp ^'>^y'/^/t^1-4-t-:/ h ^ ;<7 yi^ ;K = /i^ T 

$ y T := u y 

N-[5-(5,6-v^^ h v'-3-p' f- /I'-l , 4-^ y ^ / V-2— r/W)p< ^ 
;i'-2-T-fe h dp>:^^:^>/>r /l']-4-t-:^ h ^i/iJ ;V^s=:.;vr ^ J T =■ 
y y (0.140 g, 0.248 mmol) ^ :^ 9 J - )V (6 ml) {C^ftPUs 
fP^g^TKll?-^- h y A7k^?« (2 ml) <lr*D;t:fc^. ^m-C?3^ra« 

nTh^^77^- (j^oo TjxyUA \ ^ 9 J -/W=10:l) t?*!®} Uyt 
zn-x/^r-^^i^-yiS^^^ (3:1) (CT^^S^^fVN, ^Mfb 
(0.095 g, 0.182 mmol, 73 %) Sr#^. 
mmm2Q\. N-(fc' U v^>- -3-^^/1^ ) -5- (5.6- h ^ ->-3-^ ^7U-1 . 

5-(5,6-i^^ h ^t/-3-> ^/V'-l,4-^y )/:^r / A^):^ ^ )V- 

2-T± h^i^^S#m (1.120 g, 2.995 mmol) (Omt:^^-^^^ 
m(200 ml)\Z^ 3-T ^ y f y v'y (0.424 g. 4.492 mmol), h ]) ^ 
^/WT 5 y (0.440 g, 4. 342 mmol) *5 i t>'i^'(k2- ^ p n -1 ,3- v> ^ 
^yu-r ^ tJ^y y -J^ A (0.735 g, 4. 342 mmol) ^;!)Dx., mM-Xem 
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^K^TKifeL, m^Lft'^. mmm^vtc. nhtitcm^^^^mmm 

l^P-rh^77^ - (^pajTx/I^A : ^ ^ J - JV = 10:1) "CJlt 
»S:^fV^, ^m.\Y.^m (O.7IO g, 1.576 mmol, 53 %) ^#fCo 
^lfe^iJ202. N-(e i; e^>--3-^;l^)-5-(5.6-v^^ h ^ '>-3-^ f-yw-i. 

y :y-2-^ /i^)>< ^/w-2-b Kp^->^>XT$ K (^^ 

N-(ey :^-3->r /l^)-5-(5,6-i^y h =^r^'-3-p< f-/W-l ,4-^ / 
>'-2-'l' ^/i/-2-Tir H ^i^^ VXT ^ K (0.0327 g, 0.0 
726 mmol) (O :^ 9 J — JV^WL{2 ml){C, :^ 9 1^7. (0.0073 
2 g, 0.0762 mmol) SrJUPxL. ^ IS * L T # P> ttfc p< ^ / 

: h;l':3iyii^J$^ (1:2:0.2) T S,^ ^ V^ . 
^M^k-^*^ (0.030 g, 0.0595 mmol, 82 %) ^'^fL^ 
^ifeg!l203. N-(tf U ^-4-^/W)-5-(5.6-v^pt h ^ '>-3-^ ^/W-1. 

N-(k' y V? y-4— r yl')-5-(5,6-i^p{ h ^^/-T,-:^ f^/u-1 ,4-^ y 
^ / y-2-'r /i^)p< ^/V'-2-l: Ko^V^^-Xr^ K (0.0370 g, 0.0 
906 mmol) i- 9 J - )V : 'J ^ xi xi / ^ V W^'^^W.il'.l. 2 ml){C 
, ^ 9 y^ji't^ym (0.00914 g, 0.0951 mmol) ^iPx., mU^M 

(2:1:0.5) iCTSJgS^rffW W^Mit^m (0.019 g, 0.0377 mmo 

1, 42 %) ^ntLo 

g|jffe^J204. N-r5-(5.6-v>'^ V ^ :^ ^ ;i^-\A-^^y V ^ / y-2- 

N-[5-(5,6-v'y h ^ e/-3-y ^/U-l,4-'< V y i^-2-'l' ) ^ ^ 
/u-2-fc K p i^'^ v'-f yU]-4-t-:^ h ^ i/ ft )Vifs jvr % J r ^ 
]) y (0.205 g, 0.309 mmol) Oit-fk p< ^ U y (10 ml) fC, h 
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})y/\^^^m^ (0.5 ml) Sr^Dx.. ^UX'lQmmW.WLtc, 

/Ih/UA : =95:5) «r^f V>, ^^JKb-g-J^ (0.150 g, 

0.355 mmol, 91 %) ^^fc. 
mMm205. N-r5-(5.6-v^^ h ^r->-3-^ ^7l^-1.4-^:^ y :x-2- 

N-[5-(5,6-v?;^ h ^>>-3-^ ^/l'-l,4-'< / /l/)p< 
/W-2-t K P ^ v^'^ /l^]- p-7 3i=u:/v'r^>' (0.0724 g, 

0.171 mmol) (Dit^k 7< ^ W y (3 ml) 4N it ^ - :?»- 1^ 
y^fge (0.045 g, 0.180 mmol) Sr^JPx., ^IK^^Sibyt, # f> tl 
fcaSfiSr^ / -/W:^-7^/wm^^li (1:10) {C Tlf ii^S Srff V^ 
, (0.070 g. 0.153 mmol. 89 %) ^^tife. 

Ilj!fe^!l206. N-( b° !) yW)-3-(5.6-v^p< h -3-p< f- /l^-l . 

4-^>/>/dr y ^^-2-^/w)pt ^/i^-2-T-& h ^->^:^xr ^ K 

3-(5,6-v?7f h ^ V-3-p< 5";w-l,4-^y /=Sr / y-2-'i' /w)p« 
2-T-fe h =3f'>^,i.#^ (0.200 g, 0.535 mmol) ^ ^ 

?«(100 ml){C, 3-r :5 y f !) (0.076 g, 0.802 mmol), h !) 3i 

f'yWT^^ (0. 081 g, 0.802 mmol) *3 i tKi£'fb2- ^ a a -1 ,3- j>< 
^/W^ ^ ^y^y A (0.136 g, 0.802 mmol) Sr^IDx.. ^aT-12 

^ a -7 h ^7 7 ^ - (^ n o : y ^ y -/W = 10:l) T'MiS! 

SrtfV^, i^JSIb-a-^^I (0.100 g, 0.222 mmol, 41 %) >Sr#fco 
l^jfegiJ207. N-( !J v^y-3-^ ;U)-3-(5.6-v^^ h ^ iy-3-y ^/l^-l . 

4-^ y y :^-2-^ yi^)y ^yi^-2-fc Kp^'>^yXT$ K 

N-(ey v?y-3— r /l')-3-(5,6-v?p< h=3rv'-3-> f- ;P-1 ,4-'< y / 
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^ / 'f/u-2-T± h ^i^^y:^7 ^ (0.060 g, 0.13 

3 mmol) ^ / ^ /-JU (2 ml) {C^fi? L, IS ?P tK ^ h V ^ 

TK^fg (1.5 ml) ^MPLit^. ^mv2mmmwvtc. si&i^T^ 

g^gfj^^/W : ^^^y =4:1) T^filSlt Lfc^, p« ^ / -/wtCT^i^ 
^^^^TV^, ^^JS-fb-a-^ (0.035 g, 0.0857 mmol, 64 %) ^^fc, 
Il:6fefj208. N-r5-(5.6-i^> V ^ ^y-Z- :^ ^ ;V'-lA-^> )/ ^ J y-2- 

5-(5,6-v^p< h ^i/-3-/ =f-)V-\,^-^vV^ J y-2-^;w)^ ^/w- 
2-r-fe h ^ i/^E^^ (0. 250 g, 0.668 mmol) (r>^\^ :^ 'f- VV^ 
?e?(100 ml)(r, 4-(lH-^ ^ ^/-/W-1-^ /W)T= y (0. 159 g, 1 
.003 mmol), h U Jc^yi^T ? V (0.101 g, 1.003 mmol) *3j:05)£ 
^l:2-i{^ P P -1,3-v^^ f-yl'^r ^ y y = ^> A (0.170 g, 1.003 mmol 
) $riDx.. ^®t?3B#rBimi* t/c, SfS^K^TTKTKtJifett. 

htitcBm^k^mmnm^ h i!fyy ^ - ( ^ vj / ^ 
/-ju = 10:1) vmm^n-:>fc'^. mwt^^i'^^i^^tym^mm 

(2:1) (;:TSMft SrfTV>, mmit'^i^ (0.140 g, 0.272 mmol, 41 
«) Sr^fco 

Il3ife^j209. N-[5-(5.6--:/ ^ h » '>-3-pt ^/l^-l .4-^ y / y-2- 
W^>>U)j?< ^yU-2-b: Kp ^ ->^y'/^ >>l^1-4-(^ ^ y-yU-1-^ yu) 

N-[5-(5,6- p< h ^ ^:x-3-pJ ^/u-1,4-^ >- / ^ / V-2-^ /^ ) ^ ^ 
>'U-2-T-fe h dri^^:/>'-r yi']-4-('r ^ ^ /-/w-1-^ yu)r ^ !) y ( 
0.070 g, 0.136 mmol) ^ / ^ / - (5 ml) {C^jl? L, l&?Pi^^ 
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^ffV^, (0.063 g, 0.133 mmol, 98 %) ^'^tc^ 

mmm2io. N-r5-(5.6-f^pt h ^->-3-y ^/w-i.4-^>-y^/ y-2- 

f->>i/-2-T-b h » ^ ^ yi^1-4-(lH- 7 — ) 

5-(5,6-i^p« h i^-3-^ ^>'l'-l,4-^ y V / y-2-'r f^/W- 
2-r-lr h (0. 250 g, 0. 668 mmol) OMit / 

maOO inDfC, 4-(lH-b'9 /-/W-3--<>'U)T- !) y (0.159 g, 1.0 
03 mmol), h ]) nif^/UT ^ V (0. 101 g, 1, 003 mmol) *5 i t>*:^'(l: 
2-^ o n -l,3-i^.;< ^/W'f ^ ^ y - !J7 A (0. 170 g, 1.003 mmol) 

t\,1tn^^^'^mnmi^ V ^ y y ^ - (^5^ n n : 7< ^ / 

-/W = 10:1) T'i|tlS^^fV^, m^mit^m (O.I8O g, 0.350 mmol, 

52 %) 

^mm2\\. N-r5-(5.6-':^^ h^r->-3-^ ^yt^-i.4-^y y-2- 

>>u);»t ^>>u-2-t: Kp 4-(lH-b'7 y — yi--3-^ yi- 

N-[5-(5,6-v?p< h dr'>-3-;»< 5"/W-l,4-'< y / y-2-^/U);< ^ 
/W-2-T-fe h ^ v"<y /W]- 4-(lH-f7 -/-?^-Z--< )V)T ^ ^ ^ 
(0.090 g. 0. 175 mmol) p< ^ / — )V (2 ml) , ^ o o 7< 
(1 ml) «aiP^g?7jcfff'^ h D •> (2 mU ik^TL 
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)V = 10:1) -CJltiSi^rtTofcm, II^J^5"yl^:'^=^rf- y^i-^^^ (1: 
1) \CX^m^^fi\^. ^m\t^m (0.049 g. 0,104 mmol, 59 %) 

%%m2\2. N->< f"yU-N-[5-(5.6-v^pt h ^ ->-3-p< ^;t^-l .4-^ :^ •/ 
^ J V-2-y( ^/W-2-7-fe V^'y^V^/A />w]-4- h U 7>/i^:j-p 

2-T-fe h =^r -y^S^^ (0.285 g, 0.762 mmol) ©m^b^^U^'^ 
fg^dOO ml)|C, N-^ ^/l/-4- h y -7 i^^irxi ^ 'f-jVT^- )) V (0.200 g 
. 1.143 mmol), h !) J^^/I^T ^ (0.116 g, 1.143 mmol) *5 J: tJ^ 
n n-l.S-v'p' ^yW-f ^ ^ / y zi A (0.193 g. 1.143 mm 
ol) ^Mtl. ^taT'12^P^jti^U/to dL^^^^%i^\Ch\^ . mti- 
f^uyX'tttilLyS:, tttti^R^TTkifcL, $fejtftby!;m, ^ tS 5fe t ifc , 

$ J-JV = 10:1) T'ttM<Sr^tV^. i^S^k^i^ (0.140 g, 0.263 mm 
ol, 35 %) tr#fCo 

lllfe^J213. N-><^/U-N- [5-(5.6-v?;< h ^ '>-3-^ 5">>1/-1.4-^ y 
^ y > -2-W' ) y ^ yU-2- 1 K p =^ ^ / ^ ] -4- h 1) 7 /U 

N-y^/U-N- [5-(5,6->?7< h ^>'-3-y f-yW-1,4-^^^ / i^- 
2->r /l^)^ 5^/U-2-Tir h V :/ ] -4- h y p ;^ f^/UT 

- y y (0.138 g, 0.260 mmol) $r p« ^ / (3 ml){C^j^U, ^ 

fa^gfTKll:^- h 'i' A7K^?S (2 ml) $rAPx.fct, ^taT'3l^ra« 

^-^V^'yy^- (,^^:^'r)\^:^^^V = 1:2) •r♦ffiM^^TV^, 
^S-fb-^!^ (0.075 g, 0.153 mmol, 59 %) S:#^Co 
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/W (0.240 g, 0.437 mmol) ^/^/-/l^ (5 ml){C^»L. ^ft^ 

SStK^-:?- h y AtK^?^ (3 ml) ^*Dx./c^, ^tax-S^ral^l^^U 

h^77>f- (^x2U7t^A.A: / ^y - )V = 95:5) T♦iSilSr^f o 

3i-x;u{c-CII/i^S ^ff VN, ^Sib^iJ^ (0.115 g, 0.227 m 
mol, 52 %) ^#^0 

IIM^J215. N-(2-^ h y v^^-3->< /W)-5-(5.6--:^ j>t 

3-y ^>^u-1.4-^ y/:^ / :^-2-^7i^)y ^/1^-2-T-fe K ^'y^^yXr 

5-(5,6-v^;;< h ^ v^-3-;>< )\/-\ A-^^ ^/ ^ / JV) ^ ^/w- 

2-T-fe h^i/^S^®? (0,300 g, 0.802 mmol) (Om^it ^ 'J- 
T^(150 rnDtd, 3-T 5 7-2-^ h :3r e y :/ (0.149 g, 1.203 mm 
ol). h y :J^^JVT % y (0.122 g. 1.203 mmol) *3 i I>**g<t2- p 
n-l,3-i^^ %. ^/y A (0.203 g, 1.203 mmol) ^ADx. 

?6^^^ffl?i®^o^h^77>f — (^nojjN/UA:y^/-/U = 
50:1) T'l^|!iSr^TV^, ^Jg^b-g-*^ (0.250 g. 0.520 mmol, 65 X) 

mmm216. N-(2-^ h^->b°y ':^>-3-^>>u)-5-(5.6-':^y K^r'>- 
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^ K 

N-(2-p< h ^ V f y i?:^-3-'r ;u)-5-(5,6->?7{ h ^ i^-3-p« 
,4-^:^i/^ y V-2-^>'l/);^ h v'^yxr 5 K (0.15 

0 g, 0.312 mmol) ^ :^ 9 J - )V (5 ml){^^j^ ISIP^^tK^^^ 
hy!>A7K^ie? (3 ml) ^*Dx.fcm, ^ S 3^ PbI jt L , 

^- (g^ijaif ^i- : 'N^r1^y = 3:1) T-iiti! $r ^f , m^uK^^m ( 

0.112 g, 0.255 mmol, 82 %) Sr#fCo 

^jfegiJ217. N-(2-v^p< ^/UT ^ / b- y V-3-^yU)-5-(5.6--:^^ h 
:ar'>-3-p< ^7U-1.4-^ / :/-2-^ ;l/)^ ^yu-2-T-fe h ^r->^ 

X T ^ K 

5-(5,6-vf y h ^-y-Z-i^ ^yu-1.4-^i^5/^ / >'-2— T /l^)^?* ^/l'- 
2-T-fe h ^ v'^E#Bfe (0.281 g, 0.750 mmol) 7< ^ 

jg^dOO ml){r . 3-T 5 / -2-i^p< ^/UT 5 / f y i^:/ (0.154 g. 1. 
125 mmol), hy^^yUT^^ (0.114 g, 1.125 mmol) j3j:t>*iS<k 
2-^^ n n -l,3->?p< ^/W-f ^ ^ / y - ^7 A (0.190 g, 1.125 mmol) 

-/I' = 95:5) T-)|tiSi«:fTV>. MS^k^^J (0.139 g, 0.282 mmol, 

38 %) ^#/to 

llife^J218. N-(2-i^^ f-yUT ^ y fc' y s;^:/-3-W' >>l^)-5-(5.6->^y h 
^ '>-3-p< ^/l/-1.4-^ l/-/^ J /W)y f"/l/-2-t K p ^ 

y X T ^ K 

N-(2->?^ f-/WT ^ y f y y-3->l' /U)-5-(5,6-v^p< h ^ v'-3-^ 
^/u-l,4-^:^i/^ / ^/w-2-Tir h ^v"<:/XT ^ K 
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(0.074 g, 0.0933 mmol) ^ / ^ y -/U (3 mDicBML. 

mA^m-r h V ^ j^jfamm (3 mi) srip^ifc^, ^m.-^3f^mmwL 
h^yy^- mwt^^^^ : ^^"^y = xi^m^n^^. mm 

(0.042 g, 0.0930 mmol, 99 %) Sr#fCo 

mMm219. N-[5-(5.6->^' p< h ^ '>-3-p< ^7U-1.4-^ y y y y-2- 

2- r-fc h ^ v'^E^®? (0.281 g, 0.750 mmol) (^J^^k^^U^^ 
mUOO ml){^, 2,5-i;^y h ^i/T- ]) y (0.172 g, 1. 125 mmol), 
h ]) :r.^A,r $ y (0.114 g, 1.125 mmol) ^^•^^^{^^-if o a -1 , 

3- >?p« ^/W-r ^ y y ^IJ' A (0.190 g, 1.125 mmol) ^*P^, ^ 

fc, tttilf^ SrTKiJfe t, Ifc^Lfc^, ^^^S^Ufc, # f> *l yt ^ it <Sr 
^Slffllil iJ'cvh^^^^f - (^'nn.ix/UA : p<^' / -yU = 95: 
5) T♦«ii^&^TV^, i^Jgfb^!^ (0.149 g, 0.292 mmol, 39 %) ^# 

^]ii^i|220. N-[5-(5.6-i^y h ^r'> -3- y 5^/^-1.4-^:^ -/^y y-2- 
^ ;w ) j?< f^/U-2- b K p ^ ^ y />r yw] -2 . 5- >^ ^ h » T ^ U 

N-[5-(5,6-v^y h ^e/-3-^ 5^/1^-1,4-^ y y y-2->r /l')^* ^ 

/W-2-T-fe h ^iX^yZ-f yu] -2,5-1^ y h :^r->T - y y (0.075 g, 
0.147 mmol) ^ ^ J -/W (3 ml)(C^fl?L. I&?P^®^7K^:^ h ^ 
e^ATlc^^^ (3 ml) ^*Dtyt^, g«&T-3^rHl^i$ Lfco Sf&Ji^T 

1:1) {CT^iteftSr^f VN, :^JS^b^4«5 (0.048 g, 0.103 mmol, 70 
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%) Sr#fCo 

mmm22i. n-(2-^ p p u >^:»^-3->r/i^)-5-(5.6->^^ h^->-3- 

N-(2-i5' a P t° y >'-3-'l' )-5-(5 , 6- / h ^ i^S-/ =f-J\^-\, 
4-'<y )/^r y y-2-^7U)^ f-7W-2-t K»^i^^i^XT^K (0.050 

g, 0.113 mmol) ^ / - )V (5 ml) 10 % h y ^ ^ 

^uv' y v?T v'^ i?' y ('^^f-y^?^?) (3.5 ml) Sr*D;tyS:^, g 

=^rf-:/il^^lK (1:1) (CTSiSa^^f V^. ^S^k-g-^ (0.051 g. 
0.112 mmol, 99 %) ^r#fCo 

IIMgiJ222. N-(2-^;U^ 'J y y v> >--3-< yi-)-5-(5.6-':>^ 
->-3-^ ^>>U-1.4-^ / y-2-^/U)y ^yU-2-T-& i/^y 

X7 $ K 

5-(5,6-v?y h :3f-e/-3-j^ ^7U-l,4-^y l/:Sr / >'-2--1' /U) ^/U- 
2-T-lr h^iy^S^^ (0.281 g. 0.750 mmol) (D^\^:^^V:ym 
fSdOO ml){r, 3-T 5 / -2-^yU* y y b° y V? (0.269 g, 1.500 
mmol), hy^if^yur^y (0. 197g. 1.950 mmol) *5 i t>*J^^b2-^ 
o o -1,3-v^y 'fiVyi ^ \) (0. 165 g, 0.975 mmol) ^AD 

X., ^jaT-i2^Ffl^i^^Lyto s;t^^se^7K7K(c*>lt, ;S^ky^u:^T' 

:1) T'i^M^^fV^. ^JS^b-a-i^ (0.249 g, 0.465 mmol, 62 %) ^ 

mmm223. N-(2-^/w/i^y / fy 'j y-s-^ /\^)-5-(5.6-if y< 

XT $ K 

N-(2-^/u* y y e y v'y-3-i' /w)-5-(5,6-v^^ h ^'>-3-p< 
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0.110 g, 0.205 mmol) ^^i^/^/U (3 ml)(::^^t. ^fa^WtJ^ 

^fl-t h y ^7 AtK^JR (3 ml) Sr*Dt;fe^, ^^Vsmm^Whit, 

ffVN, mMit"^^ (0.100 g, 0.203 mmol, 99 %) ^^tc^ 
mmm224. N-(6-^/U;^y / i^y-3-^/t^)-5-(5.6-v^p{ 
v^-3-p< ^/U-1.4-^ y -/^ / y-2-^yu);»< '^/u-2-7± h^^y^y 
XT ^ K 

5-(5,6-i^^ h =^r v'-S-p' ^/U-l,4-'<y y >'-2->r /l^)p< 
2-T-fe h ^v^^S#@? (0.281 g. 0.750 mmol) OMit^^^ vy^ 
?S(100 ml)fC, 3-T ^ / y / k" y 5^' (0.269 g. 1. 500 

mmol). hya^f^/UT^y (0. 197 g, 1.950 mmol) *5 J: t>*:te^k2-^ 
n o -1,3-i^^ ^/U^ ^ y = 'J' A (0.165 g, 0.975 mmol) 

m.\^x'\2^mmw\.f^o s;£;fK^7k7tc{cfc{t, m\:.:^^yyx' 

= 10:1) ■e)itl^^^fV^, ^^Jg^b-a-iJ^ (0.239 g, 0.446 mmol, 59 % 

) 

mmm225. n-(6-^/i^^ y / fy i^^-3-w'7w)-5-(5.6->?>< 

N-(6-*;W* y / t' y v?y-3— r /W)-5-(5,6-v?y h ^i^-3-p< ^ 
yl/-l,4-^>'/dr/ y-2->l'/U);< f^/U-2-T'fe h ^r'y^yXT ^ K ( 
0. 100 g, 0. 187 mmol) ^ / ^ / - (3 mDtd^j^? l&?PiKi?7K 

H-t h y (3 ml) $rJo;tfc^. ^S-es^Fpimi^ U/Co 
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^fV^, i^Mit-^^ (0.089 g, 0.180 mmol, 96 %) Sr#;feo 
mmm226. N-(2-^ p p t:' y v?y-4-W'yi^)-5-(5.6-S^j?< h»i/-3- 
^ 5^/w-1.4-^ yy^/ >-2--( /i^)^ 5^yW-2-Tir h ^ >^ vXT ^ 

Ji 

5-(5.6-v'p< h ^i/-3-</ f"/U-l ,4-^ >^ ^ 7 i^-2-'r 'f-A^- 
2-T-fe: h ^->$Sf=^ (0. 200 g, 0.535 mmol) <r>mt:f-^vy^ 
^3^(100 ml){C, 4-T ^ y -2-^ o o i; V? (0. 103 g, 1. 802 mmol 
), h Jj ji^/UT ^ y (0.0812 g, 0.802 mmol) ^ii^^^l-^ p 
p-l,3-v^p< f'/l'^ ^ y A (0. 136 g, 0.802 mmol) ^ISi^TL 

tyt, nbtift^m^^^mnm^^^hif7 7>(- (^pp^/i- 
A : p< ^ y -/u = 10:1) vmm^n^^. w.mit'^^ (0.078 g, 0. 

161 mmol, 30 %) ^#fco 

mmm227. N-(2-^ P P y :^-4-^ yl/)-5-(5.6--:;?^ h^r'>-3- 
^ f-/U-1.4-^y-/^i^y '✓-2->f >>u)pt ^/U-2-b Kp ^->^yX7 $ 

N-(2-:J' P P f y >^ y-4-^ /W)-5-(5,6-v' / i^-3-p« f'/W-l, 
4-^y /=^ry i^-2— </U)7< f^/W-2-T-fe h ^Sr^^'^i^XT ^ K (0.079 
g, 0.163 mmol) ^ / - (3 mDiZ^ML. mm^Wt7\(.mi- 

h])^j^7Kmm (3 ml) ^^*px.yt^, ^)a-e3^PBi«j^Lfc, s/s 

, i^M^b-g-;^ (0.057 g, 0.129 mmol, 79 %) ^#fCo 
mmm22S. N-(6-^ h^->b'y $ i<?y-4-^yU)-5-(5.6-v?y 
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X7 ^ K 

2- T± h^'y^M^Wt (0,200 g, 0.535 mmol) (D^it^^^l^y^ 
mnOO ml){C, 4-T \ / -6-/ l^^'yf ]) ^ i^y (0.134 g, 1.070 
mmol), h ]} ^'^Ji^T ^ (0.141 g, 1.390 mmol) miUMit2-^ 
n 13-1,3-i^^ ^/l^^ ^) 1. (0.118 g, 0.695 mmol) Sr*D 

J^S^r^^SlffiSl jJ'p^h^^^y^^- (^'pp^/WA:^^ / -/w 
= 10:1) -e*f$SlSrfTV>, i^a^k-g-iKl (0.120 g, 0.249 mmol. 47 % 

) tr#^Co 

^]!feglJ229. N-(6-^ h^rv-fl) ^ :/-4-^ yU )-5-(5. 6- ^ 
'>-3-p< ^/W-1.4-^y y f-/u-2-b K p 

X T ^ K 

N-(6-> h f y ^ >'-4— f /U)-5-(5,6-v^7« h^v'-3-7'5^ 
/W-l,4-^y y-2-^/U')p< 5^/l/-2-T-fe h^v^^^-XT ^ K ( 
0.060 g, 0.125 mmol) ^ }^ ^ J - (3 ml){;i^j» ^SSFd^^tK 
V ^) ^ -Uii^mW. (3 ml) ^*D^fc^, ^taT'3^FBl^j$UfCo 

77>f-(i5'nP2jx/UA:y^ / -yw = 10:1) T-»i} S^^T o fc^ 
^ 3:-7^yU{CT#JK^^ff V^, ^JS^b-a-^ (0.040 g, 0.0910 mmol 
. 73 %) <Sr#fco 

^jfe^J230. N-(2-y h :^v/ b- y >?y-4-^yl^)-5-(5.6-v^pt h 

3- ^ ^/W-1.4-^ y y-2-^ ;w)y ^/u-2-T-& h ^ 'y^>Xr 

5-(5.6-v^>< h^v^-3-7< ^/W-1,4-^ ^'^/^ / y-2--< ;V) 'fjv- 
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2-T-t h ^ v^^S^^ (0. 250 g, 0.668 mmol) (OMit/i^uy^ 
mnOO ml){C, 4-T 5 V^'>\i'V i^y (0. 167 g, 1.340 mm 

ol), hiJ3i^;l/T^y (0. 176 g, 1.740 mmol) *5 i t>'lt{b2-:J' n 
o-l,3-i?;< ^yw^ ^ iJ)' >/ y ^ ij7 A (0.147 g, 0.869 mmol) ^llW^ 
. ^iaT'lO^fBimi^ tfco S;&ffi?Sr7K7K{c&{t, Mit y V m 

10:1) Vi^m^n^tc'^k. :^-7-J\^KX^f$ik%:n^^. ^Mit-a- 
^ (0.200 g, 0.416 mmol, 62 %) iSr^yto 
llife^J231. N-(2->< h e U V? y-4-W>>W)-5-(5.6-i^j?< 

H-i2-/ h ^2/ y v?y-4-^/U)-5-(5,6-i^> h ^ S/-3-p< ^/U-1 
,4-^y i/^y y-2-f /i-)^ f^yu-2-T-fe h ^ yXr 5 K (0. 10 

0 g, 0. 208 mmol) ^ ^ y -yU (3 ml)(C^j^ tK 0 

hyi^ATK^m (3 ml) ^^Dtfc^. ^MT'3^^«li«^Ufc, 

^ - (^ P cr /-JxyUA : / / -JU = 10:1) T'ltiSi o /fc^ , 

-Tj\^izxm^^^n^^. mmit^^i^ (o.oso g, 0.114 mmoi, 55 

%) ^nito 

^i!fe^J232. 5-(2.5-v'y h ^ '>-3.4.6- h y ^ y )-2-T 

5-(2,5-v?p< h ^'>-3,4,6- h V / ^yu^y v'/U)-2-t Ko ^i^^ 
(0.150 g, 0.455 mmol) ^^tKS^^ (3 ml) {C^j^t. 80 

o ttmfKttTKifc. $£iifebfc^, mmm^i^tLo mhti-ft^m^'yv 
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^ yjv^ u-7 V ^yy - =2:1) X-nU 

^Sr^TV>, WiM^t'^^ (0.170 g, 0.454 mmol, 99 %) Sr#7fc, 
^mm2^Z. 5-(3.5.6-h ^) ^'fjV-lA-^V^/^ / y-2-^/W)ptf- 

5-(2,5->?> h :3E^>'-3,4,6- h y p< i^7W)-2-r-fe h ^'>^ 

(1.25 g, 2.56 mmol) S: T "fe h = h !) (30 ml) j;t>*7fc 
(10 ml) O^^^^tC^^^L, CAN (3.50 g, 6.39 mmol) ^Mtl 

n-rh^77>f - ('^^aM^:^: = 2:1) xVkm 

Lfcm. ^-T/KCTS^fB$:ffVV ^Mfb-a-^^ (0.800 g, 1.74 
mmol, 68 %) ^#yto 

mtl&m2U. N-r5-(3.5.6- h U :?< ^/U-1.4-^y /^y y-2-< 
^yU-2-7-fe h y / -4- h y 7/1^:^ p y f^yUT- y y 

5-(3,5,6- h y y ^/u-1,4-^ y / ^ / >'-2--l' /U)y f-yU-2-T-ir 

h^i^^E#® (0.250 g, 0.730 mmol) <Dm.it / {100 
ml){C, i-h V y /i^:t^ / "^A^T^^ y :^ (0.176 g, 1.096 mmol). 

hU:n^;UT$y (0.111 g, 1.096 mmol) *5 J: t>*m^k2-i^ n n -1, 
3-i>p« f-zU-f $ ^/y A (0. 185 g, 1.096 mmol) ^JP;t, ^ 

fc, tttti?«^Sr7KJ^b, Ifc^ftU/tm. ^li^gifeLySio #btLfc^j$^ 
^^mnm ^ V ^ y y ^ ~ (^00 /is a : = 10 : 

1) xnm^notL'^. mfk^'ff^-.^^-tym^'^Bm (i:2) \zx 
m-^^^n^^. umit^m (0.220 g, 0.453 mmoi, 62 %) =sr#fc 

o 

glij£^J235. N-r5-(3.5.6- h y > ^yU-1 .4-^ ^ / » y :/-2-><yU)^ 
^/l/-2-b K n >^ '/>r yUl-4- K y y :^ ^ ^ J\^T ^) y 
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N-[5-(3,5,6- h y y f-;U-l,4-^^'y / J\y) :^ ^/l^-2-T 

-fe V^i/^:^)/^ JV]-A- h U 7yU2}-P 5"/UT^ y > (0.070 g, 0 
.144 mmol) / -/U (4 ml){C^)i? L. t& Si ^ Bfe 7k 1^ h y 

AtK^^ (3 ml) SrjiD^fcm. ^ffiT'3^r«mi^ tfe, S;&iii^Tm 

:1) {CTS^a^ffV>. (0.060 g, 0.135 mmol, 94 %) 

^ife^!l236. N-(2-^ P P b- U v?>--3-W' /U)-5-(3.5.6- V ^) :^ ^/U-1 

5-(3,5,6- h y p< '^JV-\,A-^V^/ ^ J y-2-4 Ji^)/ f";u-2-rir 
(0.250 g, 0.730 mmol) (OMit / ^ l^^^ilOO 
mDtC, 3-r ^ /-2-:i' p p f y (0.141 g, 1.096 mmol), h y 

(0. lllg, 1.096 mmol) *5 J; t>*S^l:2-t5' p p -1 ,3- 
7« 9"/W-r 5 ^'Z y - A (0. 185 g. 1. 096 mmol) Sf*D MUX^l 

ffli?®^p-7h^77^'— (^PP*/WA : / ^ / - ju = 10:1) 

•cMi^srff ofc^, mm^'f-^^i^^i-y^'^mm (2:i) tcTSiS 

fi^tfVN, ^^Jg^k-e-iKj (0.149 g, 0.329 mmol, 45 %) 

|IMfflJ237. N-(2-^ P P b° y V? ;U)-5-(3.5.6- h U / ^/i^-l 

A-^yy^^y 1^-2-4 /\^)^ ^yu-2-fc Kp =^->^:^xt ^ K 

N-(2-:J' P P k* y i?y-3-4 >'l')-5-(3,5,6- h y 7< ^/U-l,4-'<:/y' 
^/ :^-2-'</u)p« ^/U-2-Tir h ^'>'<yXT ^ K (0.0 g. 0.121 
mmol) t:/ ^ / -/l^ (4 ml)(C^^ ^ f P 1^ @? tK 1^ h y A ;k 
(3 ml) =k1}QK.tc'^. ^^SiX'Zl^mmWLfc, RJt^mj'lk, tK 
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{^ITffii^ffiSrtf mmit'^lilH (0.035 g. 0.0852 mmol, 70 %) 

Mmm23S. N-(b°U y-4--< yU)-5-(3.5.6- h 'J p< 

5-(3,5,6- h y ^ f^/i--l,4-^:/)/^ y y-2-> ^>'U-2-Tir 
h=¥i^^m#i? (0.250 g, 0.730 mmol) <Dm.it :^ ^ ym^ilOO 
ml){C, 4-r 5 y U y (0. 103 g, 1.096 mmolK hUJ^f-^UT 
5 y (0.111 g, 1.096 mmol) iSXXJ^mt2-^ n p-1,3-v^^ ^yU-T 
(0.185 g, 1.096 mmol) ^M^. mUVl2mfi\W, 

TKgfeL, ^^Lfc^. mmm^vtc, nhf\.tcmm^ ^ ^ / -j^ ( 

3 ml)(c:^» t, ^&fp^if;^^:^ h U AtK^^^K (3 ml) ^M^tc 
^iaT*3^K«1^ tifeo SicSi^T^. tKT'^IRL, 

= 95:5) T♦ffiM*^fV^, WMit'km (0.020 g, 0.049 mmol, 7 %) 
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(2H. d. J=8.68 Hz). 7.38-7.44 (2H, m). 7.83-7.86 i 
(3H. m). 8.10 (IH. d. J=2.20 Hz). 8.45 (1H. dd. 
J=4.64 and 1.28 Hz). 8.81 (IH. d. J=1.64 Hz). 
9.90 (IH, br s) 
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Hz). 7.25 (IH. dd. J=8.64 and 1.64 Hz). 7.61 (IH. 
d. J=1.56 Hz) 
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7^7 X ^ K (dNFk B-Luc, >^ N 7 ^ '^^-^^tt. jfeg) ^^;^^A L 
fct: A549 (A549/NF- k BLuc) {Cj^-f-^gJg 
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mmm2. in vivo f&M.&'^'ry\^X'(0^3k 

imnm^ CZWeH ^\ZW-7±^J\^-^ ^7 ^ Vi-^V (CalN 
. 20 mg. i^tZ-v^fc) b (LPS, 5 micro g, i/^^-rtfc) (D 

m-^m^mmmt Lxm^fHiSi^i^tL. ^<o%'^\^ vehicle (0.5% 

®Lfc ||J6^?lJll20{b'&!|^^ ^iX^tvlO mg/kg, 30 mg/kg, 100 m 
g/kg ir/iS J: 5 iclil^l^S^ tfco $iJ^^J«:^6 0^^O)lf|li + 
TNF- amRNA », IL-1 a mRNA WL^^il^tl real-time PGR ^XB\ 
^L, 9 0 ^^(^Jfiljif TNF- « » ;^ TNF-aELISA !/ h ( 
y-v^th)T?||iJ^ Ufco real-time PGR , fffUgi!? mRNA 
iSr tti U ^ , Superscript Preamplif icat ion System ( 7 7 
r 3/ ^ :t y 31 y ijryutfc) (0:^mi^'^^xmtz cDNA $r^^{;:L, PG 
R ;£*'>;^xA(PE/<-r ^^-v'^^T AXv^-Y^'?V^S;^tt)<oy a h = 
-/Ufc:t^V> PRISM7700 (PE /^^ r AX>?^/^•y^^^^^t) 

^rfflV^T^^m Uyto ^tbtCtt, JWT<^^7'1' TaqMan ^v- 

TNF-o 

Forward: CAT CTT CTC AAA ATT CGA GTG AGA A 
Reverse: TGG GAG TAG AGA AGG TAG AAG GG 
Probe: GAG GTG GTA GCA AAG GAG GAA GTG GA 
IL-1 /3 

Forward: GAA CGA ACA AGT GAT ATT CTC CAT G 

Reverse: GAT CCA GAG TGT GCA GGT GCA 

Probe: GTG TGT AAT GAA AGA CGG CAC AGG GAG C 

^i^y:/7^<^RNA S{ii/y-fe/i^r/wxk K-a-y^-iSxi; Kay 

(GAPDH) a^^cOl&mfiX'ffiiE Ufco 
ELISA (i, ^ hf^H(0^ =■ ^.Tji^iZ^-oX^^ito Vehicle^ 
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b (Dit^nStat-Viev (SAS Institute) Srffl V^TDunnett^SJtt!^ 

la 1 (Jl^-f-J: 5 vehicle J^tt, Jifm^(Dmm^£ INF-o diRNA 

IL-lj3mRNA Rom^Wh^i^ hiflfz, HJSf!) 1120^b^^^ St 

S-^Lfcl^^COVN-Ctt, fflS:*fe#«|{J:fp)i»(t'© TNF-o mRNA J^jfil . 
il't'TNF-a «Sr«I«lJ Life, *fc. ffFII«*<^ IL-1 0 mRNA »{COVn-C 

ll»«»J 2 7)i«&fiH4 C3H/HeN Ti>;^{cGalN (20 mg) 

h LPS (2 micro z)(Dm^m^mmnh LT0I^I^19:# Lfeo 
lO^SflJC. vehicle (0.5% HPC)tc Ji« U fcllii^?iJ112<^^b^tl> H 
i(!l^»Jl57<0^b:-g-4&Sr^tU^'*l 10 mg/kg, 30 mg/kg, 100 mg/kg i 
5 J: 5 t-M P|9:4 Ufco ^J^^JI9!4 6 0 i«-^Offfli»'f TNF-amRNA 
1:^ real-time PCR viT'?|lJ^L, 9 0 ^ ^ <Z) ifilil TNF- a * ^ 
e^:^ TNF-aELISA ^ y h -CjfiiJ U fc, Vehicleil i: Jt$55ttStat-V 
iewSrffi V> T Dunnett^ S ;t «r o i/t , 

||]!ife«ajii2(^{b-g-<fe (112) , IIJfe^aji570^l:-&<fe (0 3) 
S-^Lfc|¥^COV^-C'b, ffl»^S#6<J{CfPli{ttio TNF-omRNA J^jfllK 
t TNF-al:SrffliSiJ t^t, 

5 jiSft<DWisterm*147 h <^*^^^M{- 1 w/v% yh.^--)} 
7 V( v'^-7tfc)0. Im I S:&f^g:4t, ^ a: vehicle (0. 

5% HPOtcS^ tfc||SI«ajll20fli-g>i|^. Il«g«?!ll57(^^b^4^«r ^ix 
100 mg/kgfCTl^ 5 i 5 {C^Pfi:-^ bfco l^tt^tfiSi LT>r K 

^iJ'v-y (i^i/-rtt) ilr, 10 mg/kg -C0P 6:4- Lfeo ^nmm^ 

, xKy^-A^-^- (TK-101, :xzi=iA|!}) ^fflV^-C, {^yf 
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t5:14«I^Sr^Tofc^, ^^^<^^^{CW: Student-t m^V. 
ifc-CTi V^:©'g-}r Aspin Welch-t M^T'^f oiTc. 
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i^^lS 1 ~ 6 OT/l/^ywS, gm^tl-CVN-Ctj J: VNj^m^ 7 ~ 1 4 

.tv^^^^ic 6 - 1 20Ty-/us, g^fe$tbT^^T'biV^;^^iC 
4-1 1 <Z)^r p T y -yUSx S*fe ^tu-cv^T J: v^^^ic 7 - 1 
4©T7/w^7>Sx ^^TV^T ti i v^J^^ii: 5 - 1 3(^^-ro 

T y -/>Tyu^/i'S?r;^-t-;5^s & 5 VMiR' *3 <t t>*R' fi ^ t^ ib ^i^jj^^ 

S # SI 2^ #: o 

7. X*SS-C0NR^R« (^t^ R'43 J;t^'RMi^^^^,;0SM-a'U■CV^■5 

^mi?.^-^ if^i^^^. fiiKMii^A^ biitftvS 1 ~ 3 
<®0--x i:'E^^ilr^A.T'V>T t 5 ~ 8 M^^^^IS^iiS 

8 , l^(D-f&^ ( I ) (C*3V>T, 
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